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1/ 



m^m 1 1 5£ ( i ) : 

Hfci] 




r i is j: cfr 2 ^-tt-rtL^siLr^: : - y3 - zx-mztiz^zm-ffr, 

S^:-o-, -S (0) n -. -N (Rll) itzit-C (=0) --e 
-ch 2 -Sfi^: : -o-, -s (o) n -> -n (rH) *tz\t-c ( 

= o) --c^stia^ $£&«m*> Liimmm^y^^m. ttumm^ 

7^v>s«-CH2-Si±S; : -o-> -s (o) n -> -n (rH) - 
„ tizit-C (=0) --e^Sftagk 4/itt«ftfc t< liif^y-^vf 
, $tzi*WM%> L< {ilsem^v^nT;v^>'^^ < J:oT. I$fc{i1t2&> IWJ— 
t^l^ctii^ifj^i^^tl-So ill, 5£ (l) ^MHR^fcitttt 

1IU Yl, Y2, *3J:0 ? Y3 4'^v^nT;v*>m^^1-^)^^fi^M 
y^nr;i/*>'t^-CH2-iliS:-0-, -S (0) n -> -N (R 1 
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2/ 



i) itzit-c (=o) --e^$tL^>*nj:oT, lSfcttWfc 

m^mum* (ifr<bosti> t< {ie^s^^t-rv^-c^i 

v^) zm-ffr, tfz&frmw^s ^vr>m^ -fni, y/ys, 

li©7;K^;vs, il^Kiiitl^Ty^ ^fct^: - or 2 i, 

— N (R2 2) R23, - C (=0) OR 2 1, -S (O) n R 2 4 > ~C ( = 
0) R25 % -c (=0) N (R22) r23 n _ N (r26) C (=0) R2 
5 % -S (O) 2 N (R22) r23 > - N (r26) S (0) n R 24 > 
ti-N (R2 6) c (=0) OR2 l-e^^tt-l>^*^-r o 

Ml±5£;: -C (=0) OR 3 1, -S (0) n 0R3 1, -C (=0) N (R 
32) R 33, _s (O) n N (R32) r33 % - N (R34) S (O) n R 

3 5-cg?^S, ff7V-;v--5-^;v*> 1, 2, 4-h'J7V-;v-3 

l, 2, 4-vvTv*-)v-5-4)i<m, <i )vm 

Rll, R21, R22 % r23, R 2 4^ r25, r26, r31, r32 
x r33, r34, i3J:iFR3 5 ^ |bJ-*> L < {iH&oT. *tzWk$>Z>Wi'k 
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#12 0 0 3-184 32 1 



i-V: 3/ 



< te&tfi^T?^^^-^ R 22 £R 23 > ^J:tTR3 2 fcR3 3|i 

^-gx-evi-c & <t v^^n 3-8 jikkoh^t ^ j m mmkr 5 y m\mm& 

4s. o 

[» ^ 2 ] x^tii^t^*, w*^ i sam^fk^ & l < t" 

[»3jt®3] Y2^:-S (0) 2 -- -C (=0) 4/itt-CH 

[f&3jfc®5] Mtf*5£:-C (=0) 0R3 lt?^$tL5*-C*S, Iff^ 
[ff^ 6 ] Y 1 #a& t < t*Mfi$l?> Ci- 6 7^V ^arc* a , 

x _ 6 7;v*;v^&&, 1-6 ov»r*t*— £lB*W>'ffr&1fe <> L < tt* 
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^-v f : 4/ 



JRl & L < !4^iS^omSll3*^b*c*5t», t&fD L < *4*f^o#ai5££tffc7K3!S 
SIS, £ft 6 L < »4^*^<3i£3ib£1fc£S^ t tz itmi & L < lZ7fiMffi<Dg>m. 

^ffit^ot, £*l$><o*j&*S; : -y4-z' -e^£*i.£3rcs&$*LT 

>IW-CH 2 -iW : -0-, -S (0) n -, — N (R 1 1) -> Sfcl4 

-c (=0) -x~mztiz>&, ttzimmt>L<i,mw&e>'<> j e>ntfz&w: 

-0-, -S (0) n -, — N (R 1 1) £fc»4-C (=0) -T^S 

) i:±ot, l$fcl4tt#. ra-t^lil^otflli^^it^l, £ 
?c@[7;l/* V I) v»1* 2 ooJHSJK^tt 2 mfir^fc L < 14 3 

z • ami *> l < t4^i^n<7)^^Mb7jc^^», <&3ft t < \*7Fma<Dg>m 
ftstitfrmzm, mm i> u < »4*i^©msib«*3*ak t fctttsffn & t < «^ 

^fni, yr;i, t;v^t;v», 7?;v^;H> r;>n^V36. &j;<7T;v3r 

[»*J|10] Yl, Y2, Y3 N feJtfY***, ^tL-ett^LTilife 
^b<(4ilSm^:- (CH 2 ) p- (CH 2 ) q-* - (CH 2 ) p~0- 
(CH 2 ) q-> ~ (CH 2 ) p -S (0) n - (CH 2 ) q -, - (CH 2 ) 
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^-v: 5/ 



p-N (Rl 1) - (CH 2 ) q~> - (CH 2 ) p~C (=0) N (Rll) 

- (CH 2 ) q-> - (CH 2 ) p-N (Rl 1) C (=0) - (CH 2 ) q - 
, - (CH 2 ) p -C (=0) O- (CH 2 ) q -. - (CH 2 ) p -OC ( = 
0) (CH 2 ) q -, - (CH 2 ) p -S0 2 N (RH) - (CH 2 ) q -, 

- (CH 2 ) p-N (Rll) S0 2 - (CH 2 ) q -, tfcli- (CH 2 ) p 
-Rl2 - (CH 2 ) q-^$tt^,^T^}9, 

C^pjSj^qtep + q#*0 ~ 6 bttZ>W.WL*M^ P if 2 \>X±.X$>2>Ws'&\z 

it- (ch 2 ) v -kmm^^m.mw^m^2m.^ttz\tzm.^^^x 
v^r^j;<, q&2&±x*>&Wi&K\±- (ch 2 ) q-imm-t&vtmm^m 

[WWfcg 1 1 ] |ft*£ 1-10 <D^-ftifr 1 ^KSBtt^ffrg-lfe L < tt-t 

[w^s 1 2 ] nf$g i~io <D\,>irtifr i EKtafwHt^ *> l < 

Mo 

m^m 1 3 ] m^m i ~ 1 o ov»r*t*> 1 ^laic^t^ & l < i** 

, Hm^ttWsfiE, Wife. I&lMUSMfc^ MTfrFXr-uym, m&'M. jfc&WMt 
[0 0 0 1] 
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6/ 



[0 0 0 2] 

(Chymase) 14 , JEWffll&3i&lHI£ * KB tti £ fitz^PWm<0— o "C 

t UcjfiLt=Mtt£/i:itu t^^^>f^ffl4riuaiu iitr^r^fei;^ 

* 5 y ~? c f- KSr U * > IgG £ t > 6 & 5« 

U h # -f ^©-ot*4>f > * - n -f ^ >- 1 /? ^BuIEfl^^tMb 

mmmm g #©sttft * g i § & - -r^ffl *> »» $ tix * * v — e t4 $ 

fc-f*»l 0-1 5%®JS^i-ri*, 8 0%J*Uittfc ha^-r— lf0^fflT?**i 
[0 0 0 3] 

-torn, ivKt'r/fiftas^ -v-?*?**?* ^v7^f^-r/f^ 

■jr >r • # V K (VIP) , T *°®SB#<£>#- < <7)^afet4tfK^^® L 

Tv^ihkflJi^U M^s 37ft- ^^flil<^#l*] 7n t- T - -bfco^tt-ffc 
lc^M#t-Cv^i t^f>^tc§ttTV^ 0 Mtcii, ApoA-I£ 
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^-v : 7/ 



N PTCA (Percutaneous Transluminal Coronary Angioplasty) ^S^^> itiJfllH:> 

o 

[0 0 0 4] 

ItJ^ttll^ Wife. ftH«M, i!7;VF^fa>i, 3&fe!^ 
[0 0 0 5] 

4 is £ 5 ^tam $ tL^b^»*£n «b ttr v> & a*. ( i ) 

[0 0 0 6] 

HSffivSCfU ] 

@HM8rH3l 00/03997 

®BM8fB#9 9/4 1 2 7 7^>7Vy h 
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8/ 



MWfcfcK 3 ] 

S0§t<&|i3f£O 0/1 0 9 8 2^<>7l/7 h 

11^13^ 02/02542 7l/7> 
[WBvfcK 5 ] 

SIt&PI#9 2/1 5 5 6 4^07k7 h 
[0 0 0 7] 
[S&W^fSft LiHtS SIS] 

[0 0 0 8] 

CI] * (l) : 

Kb 2] 



— iC^ttll) t < {i*^OT;V^rW>S (S7^I/>iO-CH2 - 
-0-, -S (O) n - -N (Rll) - $fctt-C (=0) — ~C 




A' 



(D 
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^- v : 9/ 



-CH 2 -Sl^: -0-. -S (O) n -, — N (Rl 1) tfzii-C ( 

=0) -r^$ti^»^ t?zim&i>L<imw.&<7)'<>i£>m, *tztew®i> 

7;V^l^>I(7)-CH2-il^:-0-, -S (0) n -> — N (rH) - 

, tiz\±-c (=0) --e^^tt^^ t/^i-smk t< umm.^^o^^ 

is?uT)l'*>mft<7>-CE.2-&te : &- -0-, -S (0) n -. -N (Rl 
1) -„ tTtfi-C (=0) -T^^tL^SlCtoT, 14/ctim^ IWI— tfc 

j; o^r 2 # o t r ^ v ^mz^irWi&ommT fr* u yrnvn v &i 

«m^r;v^-;i/^ t< «teg|^c7)Tv;vS> * ?t{±S: : -or 2 l „ 

— N (R22) R 23, -c (=0) 0R21, -S (0) n R 2 4, - C ( = 
0) R25, _c (=0) N (R22) R 23, - N (R26) C (=0) R2 
5, -S (0) 2 N (R22) r23, - N (r26) S (0) n R 2 4 N %f z 
fi-N (R2 6) c (=0) 0R2 lt'^tL^ifo 
Mli5£: -C (=0) OR 3 1, -s (0) n 0R3 l s -C (=0) N (R 
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32) R 33 > _s (0) n N (R32) R33, — N (R34) S (O) n R 

3 5T-^$tL^,^ f h 5-W i, 2, 4-h i ;rv-;v-3 
->T/Hp, l, 2, 4-hV7/-;v-5-^^i, ^ 5 ^v-;v-2--r;i/* 

fOO^m^I^m* (-rfr^^ii, if t-c**^* L< lit 

Rll, R21, R22, R 23 x r24 n r25 x r26 % r31, R 32 
% R3 3^ R 34, ^J;i;r3 5(± % |SJ— £ L< iWiot, 

T 9 /l/*/!/***-*-**. R22tR23, i3±O f R3 2t R 3 3|i 
fm^tt J: v^p 3 ~ 8 A^co^T ^ ^1 W^r? y^Ji^em 
4^3J;^R3 5^ ^^^-^ ^^±o^^m n ^ 1 l£ fctt 2 ^ 
nfi, mk&&^^ZI,$^ft^m&±LLX 0 , 1, t7^(i2^^i- 0 ] 

[2] xm^t^^, Ci] ffim^k^^ t< it^oy'u 

[3] Y2«:-S (0) ~C (=0) -> i/:tt-CH 

2--e^^tt^>^*^>. Cl] ttzit [2] iE«&<7Mfc£-« L< ii^^-/n K 
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: 11/ 



i\ Cl] , (2D > ttzlt C3] IBm(7)^^'bt<^^^7 p nK9^^^fc 

C 5 D : -c (=0) or 3 i -e&$*u>3kT?*a> C 1 3 

C 6 ] Y 1 *> L < t±tea^(7) Ci-6WV>St*4, 

ci] ~ [5] o^-r^niam^k^^ t< ti^-o^n tzitzti 

C8] A**l-^7-f-^3fe, t^»±2-^7'f-A'*-C*&x Cl] 
yi<0-CH 2 -H^:-0-, -S (0) n -> -N (Rll) -> tfzit 

-c (=0) --ernzfrz^ %tz\*w&kL<&mw&o'<^i£>ntfz\±w: 

& L < iilsmm^ ^ n r ^ * >3R ^ n T * >*F«i O - C H 2 
*:-0-, -S (O) n -> -N (Rll) *fcl±-C (=0) 

) Kiot, lttzimm, m-*tz\*m%-oxw.zmz.btL&zttf-ez, * 



miE# 2004-3067004 



mm, 2003-184321 



i-y : 12/ 



mm *> t < \±^mwmkimmm, t tz \mm t < 

-fni, y7;i, r;v*;v^ r^v^^ T)P3^>*, jsitfr/u* 



to 

Cio] yi. y2, y3, ^^^4^ ^^ttaiLt-csm 

i>LammM^: - (ch 2 ) p- (ch 2 ) - (ch 2 ) p-o- 

(CH 2 ) q-^ - (CH 2 ) p-S (O) n - (CH 2 ) q-^ - (CH 2 ) 
p-N (Rl 1) - (CH 2 ) q-> - (CH 2 ) p -C (=0) N (R 1 1) 

- (CH 2 ) q -. - (CH 2 ) p-N (Rl 1) C (=0) - (CH 2 ) q - 
, - (CH 2 ) p-C (=0) O- (CH 2 ) q -> - (CH 2 ) p"0C (= 
0) (CH 2 ) q-, - (CH 2 ) p -S0 2 N (Rll) - (CH 2 ) q"^ 

- (CH 2 ) p-N (Rl 1 ) S0 2 - (CH 2 ) q -> Ztzit- (CH 2 ) p 
-Rl2- (CH 2 ) q--e^$tt^,»T^»)> 

id^piS^qtip + q^O-e £&£jim«U p^2J^±-e^)^^^ 

(ch 2 ) p -}i^i-^^M^-e2m^t^^3mis^^^t-c 

v>T*>J:<U q^2m±-e^^>^Hii- (CH 2 ) q -teW^t ^J^MW^m 

C113 m ~ a 03 t< i±-eo 
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[12] C i ] ~ C i o ] <n^-?*ifr\,z%tM<Dik&m i> t < ti-e-?> 

o 

[13] [ l ] ~ [ l 0 ] <D^-fft.frKWM<nfc&W t < (i^<£> 

[0 0 0 9] 
[0 0 10] 

[0 0 11] 

v^n^>f-> % ->^n^dr-t>. v^n^\7°T->. v^n^-^x>> ^ 
> -*r > & 3 ~ 8 M O ^b7X#?t^tf <b *l & o 
[0 0 12] 

TXV>, 7xtl^V, -7^f->M/>, T>h7-t>> 7 

t7xt>F^>, 1, 2-ytKnf7^1/V, 6, 7-5>fcKn-5H- 
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^-y : 14/ 



^/J/^nAyf'A ^^7y^nt^f >, 1, 2, 3, 4-f f5tKn 

n[2, 2, 2]pf^^>^ t?->*n[3, 3, Sl^T-**;^ fcTv*n[2, 2 
, 2]*^*-2-J->. tfv?n[3, 3, 3 ] V ^TiJ - 2 - 
SrWI-*^®^ 1 2 HJ^T^^m^tt^m^tf <b tiZ o 
[0 0 13] 

ffrfa * L < li^l&f Q ^mit^I*m t T »i , k if , 1-4 iOlfH^ £ 
3 - 8 I<7)^MD(7)^fS;ltf, 1 - 4 3 ~ 

1 ~ 2i«lM?-*ttt^ 3 ~ 8 l^i^(7)TOlf 1 

l~31@<^#IC^t 1 ~ 2 iHomSR®^ 3~8M^f0W 

8^o«&5fijo^»t«#^ ^itFUHoK^is^fc i-2m<Dmnw^^m 

3 ~ 8^ w^D<7)#^:mm^ 5 W^tL^> 0 

[0 0 14] 

1 - 4«oa3HJK^«r^i--6 3-8 lO^OfMfit tTWAtf 
, tfn-;K tfni;>, ^'J^A ytKn^J^A >f ^ /K tf7V- 

JK «f^W>. t'^yV, tf'J^v>, t?7V-;K HJ TV 

- ;v> r b 9 V- ;v 4 iftf^f <b a & 0 
[0 0 15] 

1 -4m<vmmW^*^-?& 3-8 M^^O^^mmmi: Lt«^lf> 
[0 0 16] 

1 fl^BtefcJK^Sr^ri - * 3-8 M^^^O^^m^^mi: LT^Jx.if, 7 

7A e7>*^fif S>*L& 0 
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[0 0 17] 
[0 0 181 

i ~ 3 mommm^-t i ~ 2 ^ommir^^^-r & 3 ~ 8i«^off 

[0 0 19] 

l-aflaoasM^t 1 ~2^om«iE^^'a-^i~ ; 5' 3~8jt<z><&ffn<&iiMS5£ 

t Itii . * ;v * V > , * * -9- V 'J v > & 2f #W £ o 
[0 0 2 0] 

1 ~ 3 momm^i-t 1 ~ 2 mnmnm^^irz 3 ~ si^woft 

^:m^m t Lxfflz. f£\ f - r V- /k Av^f-f v- f - r v r v*- ;v & *f aq* 

[0 0 2 1] 

1 -smomMWLi-h i-2m(Dmn^^^'t^ 3 ~ 8 monm^M^: 
mm. tLxm?L wr, f - r v *f a*#*f e tt^, 0 

[0 0 2 2] 

HH^m&iK^fc 1 - 2i@o^mjBr^£^ri-& 3 ~8i«fo^M 

[0 0 2 3] 

:rr*3&fn*> u < li^mmm^mn, 1 -310111?^ 1 - 2m<omm^ 

z^mmm^Mmns i-2m<omm^^^ir^^w^§.M^ 1 
mommw^t 1 ~ 2mm%nw.i-*^t&^M%m&mm, & £ ^ 1 ~ 2 

[0 0 2 4] 

1 ~ 4ffi^)M*M-7- : S:#^1"^l&Sl*» t < ti^^n^m^t LTMxJ^ 
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•*-*J : 16/ 



jyyv-fr, ??yvy, t7fyy>, *y*-9-v>, ^t^/rA v 
y;vy, %w/-frs ^'JA yf^vA 7xfy>, -7 

xt>f'Jy*A 7^'JyA r/KVA >fV>f>K'rA 1, 

r V ^ KD/f ^ ^Vtfi; *<y£ [b] T-tft: 0 ^ [cd] 4 y Y 

V^nA^ [ C d] >f>K-^ l^no [3, 2, 1— ij]^^^ 
, [b] If'JyA [b] tfUW, tfnn [l, 2 

, 3 — d e] *y*-9-U ^ tfnn [3, 2, 1 — h i] >f > K-;W tfnn [ 
3, 2, 1 — j k] [1] ^XT-irtf^ tfnn [3, 2, 1 — k 1] [l] 
^yXTV'vA tfnn [3, 2, 1— kl] [e] [1, 4] vTV*v 

>\ 1, 2, 3, 4-ff7tKn + ;rA 1, 2, 3, 4-fh7tKo^ 
y^;ijA f*tKo*>"JA Kn^fy^y V>> t^tKnO 

K-;K l-7ftfy^n[2, 2, 1]^7°^>, 1 -Y*F tfv 

?n[3, 2, l]*??>%¥1)mifbti2>o 
[0 0 2 5] 

i ~ sfl^afsft i ~ 2m<nmmw^z^i-& : Ff&ftm&m. : mm.t lx 

m*.\i* 'OXsJ-^V-ZK ^vXt^t^TV*-^ 7x;WA tfn 
n [l, 2, 3 — de] [1, 4] ^>XtWA t'nn [2, 1 — c] [ 

1, 4] ^VX*W^ tfnn [3, 2, 1 — k 1] ^>X [e] [4, 1 
] tHyy^^ Wf ff^ L( l^^^t^^-^ tfnn [l, 

2, 3 — de] [1, 4] ^vXtW s A tfnn [2, 1 — c] [1, 4] 
^>X**^>?>\ tfnn [3, 2, 1 — kl] ^>X [e] [4, 1] **** 

[0 0 2 6] 

i ~ 3 mommw^ a~2 n oiijs?- * & mmm&mm tvx 

^^V'fTV-iK ^>Vf7^7V-;K 1, 4-^> , /f7^A 
7xyf7y>^WWf>tt, jf$L<li^VVf7V , -;K 1, 4-^>V 
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: 17/ 



[0 0 2 7] 

[b] ^-^•tevft^^f <b*t*o 

[0 0 2 8] 

nwfMft i ~ 2m<Dmnm.^^-r^mmm^mnt lxwz. 

ti\ 1, 4 -^>X:*-*"9-f->f >> 7x7 ^^L^»o 
[0 0 2 9] 

l~2j@^WJET*^-r^^fP«i^-^mi: LtMilf, so\mr7 
ifhfi, ftt t < U'<>'/ft7x'A ^>v^*l^>\ f-*^n^>#^f 
[0 0 3 0] 

Q tL^^i" &-C = C- ^i: *f o T^J&I" & . 5 ~ 6 A <*>3f# 
[ft 3] 

XJP/it:it 0 ~ 1 fiOifcJtlR^Sr-ertr-r & 5 - 6l<7)fflIM^> 
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^-V: 18/ 



Mb 4] 




[0 0 3 1] 

T ^ * ;v|fe t L T ttlBtfR 7 ;v * ;v&^&;f <b *u T ;v * i: L T i±0II x. 
•7°nt:;K 1, 1 -v^^-;v^^;v. ^3rv;K s\y°^-)]s, 

tt ¥<Dum t tz itftfc l fc&aeis^ 6 mvxr<o r^* ^mfm^f 

[0 0 3 2] 

~ 8 Ify ? n T )V * fr&tf&if hti&o 
[0 0 3 3] 

>r--;W ^ * -fe - 4 ti^tt L fcjgHMmfc 6 ^To 7 ^ - ^* 
[0 0 3 4] 

(iMl/:KfI^t6^T07;^-;»W^^o 
[0 0 3 5] 

[0 0 3 6] 

[0 0 3 7] 
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19/ 



^ u f yjff=f- 1 L X tt % m x. 3 7 7|, £ «£ IfHSRlS^^tf 

[0 0 3 8] 

JR^SS: 4 ~ 7 CD v * n r ;v * y ij )V tf—fr^ m x. t£ v * n ^ y f- y % )V ;v 

70^ #i] x 2 - tf ^ 'J v > * /k 3 - ;v * V > ii )V & if 

„ j y~a?-s <i jutt JfWlfJIf, i^JKTs flfcHJS^ « 

tftL****^ 1 - 24®£^tf 5Z«i 6 J*©«^#;»^&#1-*«*^;»ST 
-»uafeft bti&o 
[0 0 3 9] 

[0 0 4 0] 

WJxJf^l/V, .x^w, h'J^fV>, xh5M^V>> 

T ;v ^ v >X5&*^-r «b & o 
[0 0 4 1] 

yl, Y 2 , Y3, is i Y 4 f icRv^t 7 ;v * 1/ >i© - C H 2 -S^t i 
m^hft^^y^ym.^ t-ctio-, m-, Sfcttp -7x^1/ £>*l, 
v^n7JV*>f tUli, y^n-/n;i>, y^n7rA v^n^>?^ 
->^n^dr-9-^ % v^u^-/*>\ v^T3^^^>^if03~8M<^v^nr;V 



mum 2004-3067004 
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^->>: 20/ 



[0 0 4 2] 

r^/Hk r;^-;^ t;v*~;i^ T;v*y^r^^ T7;v^;vSo 
y;t/*;i/g|55K T;v*W^r:fctf &ttm*li> 1 * fc(±^> 1*1- Refill & 

7y)H, 7x-;H, l-y^f-fr^ 3&fD& t < te^fn^^j^b^ 

S:-OR61, -N (R62) r63 n - C (-0) OR61, -S (0) n 
r64 n _c (=0) -C (=0) N (R&2) r63 > _ N (r 6 

6) C (=0) -R65, -S (O) 2 N (R62) r63^ _ N (r66) S 
(O) n -R64 > $/~ii-N (R6 6) c (=0) - O - R 6 1 ti&& 

^.^X-nimmtm^M^L, R61 % R62, r63 % r64 n r65 
> teXXfRGSii, m-i> L< lil^ot, tK^M^ r;i/*;v^ v?ut;v 

mWL^&ntfl *tz\$2<DWs&jmm=$'X~\ l $ts:^o iSU R6 2£ R 6 3fi > 

t t £ ti h &i&&-t z> mmw^ t k & o -cm* ^ -r ^ £ 

[0 0 4 3] 

tt7 7;K^S<0T'j-;vg|l^ £ it^Q t^sS£^1-&5£; : -c = c 
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21/ 



S:-0R51, -N (R52) R53, - C (=0) 0R51, -S (0) n 
R 54 > -c (=0) -R55, -C (=0) N (R52) r53, -N (R 5 
6) C (=0) -R55, -S (0) 2 N (R52) r53, - N (r56) s 
(0) n -R 54 > *^»±-N (R56) c (=0) - 0 - R 5 1 T^S tt*3E 
ifimfbfi&o id-Cnf±lTSBfcRIC*l**^U R 51 , R 52 ^ R 5 ^ R 
54, r5 5^ isiofR 5 6i±^ fgj— t< l±I^ot, jfcatK^ t;v^v* 

f^l^tlil^n^l ifcli2O*&**JR : f-*C»i4v» 0 |U R 5 2 i: 
R 5 3 & N j>> t T i tt h iffi&t & IIS? Ht K * o tf4> tc^o 
^niK^F*^-Cv>-c t J: v^ftfn 3-8 If^ttT 5 /S^tfi *>T§ 

[0 0 4 4] 

r22^r23, R32t R 33, r52^r53, j /-{±r 6 2 £ r 6 3 

JE?£^^&£v«n3~8M^O^T5 ;i?)Afnj|^J: LTti, MS 
HH\ MSiJE^N ^itFifHWIf^^o f(7)J:^WD3~8MWf 
WiTS. J mt Lt*fMi:ii, ^Jx-tflW^ 1 ~ 3^tr 3 - 8**** 
teg&S* HB33 i tm^H? 1 m £#tr 3-8 MSS» s ^f <b *u 3 £ 
fif)i:(i;l-enij^;K l-tf^MvV, 1 -^7^-^ ^/u* 1 ; J . 1 

[0 0 4 5] 
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^-v I 22/ 



[0 0 4 6] 
[0 0 4 7] 

tuff * v ^is** r ;v n ^ TV ;v t * o fclfc^*^ T^^r^vf" 

* * /!/ * o fctt-g^ t a r ;v * ;v r ^ J * ^ ^ ft « ^tt 

«»s *vc 7 -> n o /cfb^-t?> v t >u t ft o tzvc&m, z tz 

0 MM $ fix * ^I^^t ;v ft o fcft-gl&a^f <b o 

( a ) iil^;v^ v ;v***r ^n^y*^ ft o izib&to o v»T 
(DmtLXte, * h*~>#;v#~;K ^ h^^i^-^ft^^^n^v:*;;!/ 

tBSE#2 004-3067004 



#M 2003-184321 



^-y : 23/ 



;K 2-^ b*->xl. W >*5'#^-^ \£/iu4 n^v^ b *l/%frtf 
~frtj:£<DTfr^*i'mz£ *) fi&$ tltzTfr* frtf-fr W 

( b ) 08 *. WT* * T ;V =J * -> * fr* - & o tzit&m \Z-?^X<Dmt 

l,x\$* Y^-'i/Tsfr^—fr^ xfJfy7;v^-;i/^^7;i/3^y^M-;v ( 

0j*.wr#anBci ~ 6 %t*<Dnm.Tfr**i'Xfr*-)i') > ^h^v^b^v^^ 

x^y^^yXHx;V, 2-^ >^yxf+y^^*x;V, 2- 
(7)7;v3#yi(:j: «5S^§tL^T;vn^->^;v^-;v ($Jx.t£R«kl ~ 6 4 
10 0 4 8] 

5£ (i) -e^ji-s^fe i< iif©^n K5 7^ &mzjBcxmmt 
v-x^^ ?^>sk i ;>=^> r^^^st* rfr?s.>m.% 

¥<D%($iijfrtf>m.b<DlM.;*?>xfr*>Wt, s<>*?>xfr*>m., p-h^v 

, N' -y^>y^xfvyy7r/i:(7)Wi(ff)W 0 
[0 0 4 9] 

*WMt^m$, ztibzmmt Lxm^^^tz^mamttz^mami' 

miE#2 004-3067004 



#M 2003-184321 



24/ 



* i t ^-e § 4 0 §m<om."zw*&M-'* si^-ciSo miBcoms 

flliLtf, f^#$^&a#Offiflc, JRM#k ifrfrSU 3c5e#J, #tt 

t?§* 0 ^&^x^^-mmt, wz.it, tm.m!&, mvt* #i> s-s- 

^i:ioTl44^ MliiAdfLl 0 $>tz 00. I~2000mg#f3: t < tt 1 
~200mg£ 1 ft\-mM (0flx.tf2~4|II) iC^t"CS#i-&C:i:**"C§*o 
[0 0 5 0] 

s: (i) -em $ ti&it'&m \*<kMK&w & h <&%\<D&i&um z c. 

bizX*) &$L-f ZZLb tf*T? Wz. \*. K^-f K <fc «9 & i k ^T- 

[0 0 5 1] 

(A) 

[It 5] 
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^-i? : 25/ 



^ (2) ^Sft-Mb^fcaS; (3) -e^Sft&ft^fc, RjfcCTi&tefciS 
& (fllx.tf, N, N-^f^A7U% -^WW/F, T V 7 K 

5£ (1) ■C£S*L*ft^*»£1"*£fc* t "^*o 

^w<^ti& 0 bp*^ wii^ i«i gtsta**-^*^ mm* 

V * a , TKBMk"^ b y * A 4 if) f /zli^OTK^^ ^TO* <M *- b V x 
VAKft&ZtiZZSitmiSL. itzitA- (N, N-'^W5/) tf^v> 

[0 0 5 2] 

&f&& (B) 

55(1) H*3lt^Y2^: -C0-Y2 & -X-mZtl&itS-W (la) (Y 
2a(iY2<od^, Cl om&<r> -CO-^i^ fc#j£tf>**e9!^ $ ftrtiS&fr &M- 

[ft 61 
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^-v 5 : 26/ 



RK R 2 ^ Yl, Y2a, a, Q, £ J: tfM t±flHBfc 1^ Ctl^ 

fct . ] 

iMTi:t, ^ (3 a) 5£ ( 

1 a) T?£$:ft.*ft^*t^1-*£i:a**e§*o ^ (2) 

ti&ft^&fca*; (3 a) ^*$tL«*^jjf>mwBfc^nr><k**fe*i|WS!l*» 

fe©A«flff,^ 0 BP*», Mx.ti\ yy^n^y;i/^;i/^y^^ K (DCC) 
, y^y^nejl/^;v>fy^$F (DIPC) „ 

)VT*;7u\£)\,) -fc/HtfiM (WSC) > ^>7bV77-;V-l-f 

(y^f^75/) • ^s^-9-7;v^ni; vflflfeja (BO 

P) % «/7x-;i/^^^75K (DPPA) > N, N-^VsK-^iM 5 
yy—fr (Angew. Chem. Int. Ed. Engl. , 1962, 35 
1) 'Jfr^KJSCT, ^Jilf, N-tKn^fyX^y>^^ K ( 

HOSu) , 1 - 1 Kn*->^>7 b y TV-A' (HOB t ) > 3-tKn + y 
-4 - *3rV-3, 4-ytKn-l, 2, 3-^>7>V7^ (HO OB t 

fh7tKn77>, 1, 4-^**^>&^<W--r>i'3U#8^ 9 J9 
no^r/> ^nn^u, i, 2 - ^ynnx^^Si^NnrW^kil 

U v > & if C5^3£14*jK, * li-e tt «b <b HZ o t T 

bvfA, im.it* v ^ a, ^tm-*- h'J7A, im.* »; 
^o*«aafe*«it»f <b*t£ 0 m^vyyitmt Lxizmtw vxtcim.?** 
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^— V : 27/ 



[0 0 5 3] 

(C) 

5£ (1) Hi3lt^Y2^: -CO-NH-Y2 a *i;Mb£-% (1 b 

) (Y2 a { iy2c7)9^. ^(7)^<^-CO-NH-(7)«t d 

[4k 7] 



O ] 

5£ (2) -c^$n*'ffc^»J:S: (3 b) *tz\t (3b' ) x-mztizVc^* 

0t~»M«-Wui:i:i^ 5£ (lb) ■e&SttS'ffc 

[0 0 5 4] 

(D) 

5£ (1) fc*5»t*Y2a*S;: - S0 2 -NH-Y2 a-t^s*,*^* (1 
c) (Y2aftY2oH^ £<D»^«)- S O 2 -NH-Wi ? H#jg<03fe-CW 
^$tL^WmW*it) ii> fllx-fc^ J^Tlc^-r^^ (Dl) ffctt 




(3b') 
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(D2) C± «JSS3gi-*rfc*»t?§*o 
[0 0 5 5] 
^J&fe (D 1) 
Kb 8] 

R V\ 0=S-NH RV v 0=S-NH 

T >=^H c/ (4) V V=N 

R 2 ^ ~ R^" 



/■ (2) >i (5) 



1) 




L / ^ HO / 

M M 

(3c) (3c') 

2) 

(1c) 

&iEU Bliter t - / h ^ y * <Df Ii^^t 0 ] 

5£ (2) T^£tUMt£-%^b, (#JxJ£\ Bioorg. Med. Ch 
em., 1999, 9, 3103., Tetrahedron, 1993, 1, 
6 5. £fcl±Nu cleosides Nucleotides, 1995, 1 

4, 8. ) tm<v*mmtx, ^ a c ) xm^ti^it^m^m^-t^^t^ 

, ^ (2) X-%LZfr& J lk&mt&, (4) T^£*tMfr£«, *&3£<*>#3ET*fc 

fi^^r, on-mi&x-ELmz^t&z tizx *k ^ (5) -cmzft&ik&yo* 

©it-r&.ifc^-ei&o £f>K. #£>*t&5S; (5) x-UZKMk&mt^ (3 c 

T, 0t~iS»«.?«:i:i:J: «k ^ (1 c) "C^^tL^^b^* 
Mjt-T&c: ttfx*%& 0 &&v^i, 5£ (5) m^iir^/v 
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Mfcttm*fc*frTfcT, * (3 c' ) T?**tL4T/W3-^kRJ6***-fc 

^ (ic) -ea^tt^'fb^^^-t^-^^^^o 

[0 0 5 6] 



(D2) 

[ft 9] 



o 

i (7) P X 23 



>=4 




if / \, 
0=S— NH 

/ 

Ar— O 

(8) 



IV! 



y2a 



M 



A 



[ S ^ x , Rl, R 2 . Yl> Y2a, A, Q, 33 i ^M^iafcRI £?Sl*£^ 

O ] 

5£ (6) -ea^tl^T^ (fflz-tis J. Chem. Soc 

. , Perkin Trans. 1, 2002, 4 , 485.) fBffcWifefcill 
CT, ^ (1 d) T?^$^4<b#«» 3 S:»3fi-t*^fc**^^*o BD*>> K. 
JBCTflHS-fc** N, N-^WW75K, ******* 

v h\ TYyKVvyyy, itjruu* 9 4»> ^ (6) "Z&Zti&T 5. 

ymmfat^ (7) t^$tL*>fk^«r^*0^&Ti^:l±^«T^ -7 8^ 
~M"CRj£S«£ & (8) •C^SttMb'&WiiBii-iifc^ 

^i:, »e>*t*s: (8) (2) 



ffi8E# 2004-3067004 
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: 30/ 



^ (id) t?^$tt*^!fe4:*^i-*c:k*«-T?#&o 
[0 0 5 7] 
*Jft8: (E) 

±fB£«£ (A) ~ (D) K&^xm^Z$: (2) ^Sfr^t^^ 



[0 0 5 8] 

mi o] 




A 



5£ (9) T^^fr&TV'-^iN^^ 1 ^ (fll*.*** B i o o r g. Me 

d. Chem. , 1 9 9 6, 6, 1 4 6 9. ) ffim^&^SCT. 5* (2) T« 

h;vx>, f>?liKD77>> ^nn^'A N, N-S^^v* 
;^7U^a ^ (9) ■C*$fL*TV r -^»*fri:b 1 J7^*nftBfc* 

(1 0) ^3*LMfc^**B6-f-*£ 2: ^T#<b*L&5£ (1 0) 

*"K tt»©ffttT. 0V-®m<V®&^KlB2*t2>Z.bKX. 0. ^ (1 1) tr 



mtE# 2004-3067004 
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^-v 7 ! 31/ 



[0 0 5 9] 

f ^ (i) ^asttafl^tt. ±ib^: (9) ^astt;Mfc-£-»><b±IB 

&f&& (F) jsitf (G) ©^foWffcftSo 
(F) 

Hki i] 




[5£*X, RK R 2 > Yl, Y2, A, Q, L, ^Ji^MtimrfBtlWIC^P*^ 

(9) x~mzfrz>Tv~-)i<mmfct& (3) "cmzti&it&m*, R&tt 

& 0 $<btc, (l 2) T?^$tL*<k^fc^: : L i -Y i -A-c^t? 
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^-v> : 32/ 



[0 0 6 0] 

5£ (1) K&tf&Y2tf&,: -CO-Y2 z-X-mZfr&ik^ (1 a) (Y 
2a|iY2(7)n^ ^ (7)^^(7) - C O - <D X d K^^mx^ $ iit:Ufr&ft 

o 

[0 0 6 1 ] 



Mb i 2 ] 




[5£fX, Rl, R2, Yl> Y2a > a. Q, U £ «fc ^Mteitffffifc H 

**1*o ] 

ttzitmm&ftTKX, 5£ (3 a) t?*$*L4*^#>BlfcRJE&$*Ait^J: 
5* (1 2 a) ^Sft&ft^fcll&^&ifcj&^i&o sb&v>f± % ^ (9 
) "1&tt>Ztl&T*S- (3 a) "C&ZtiZ* frtf>Wt<DWL^vr> 

$«iH:J:otIit^;H J t^o £<b&-> nbti2>£: (12 a) "C^ 



ffiIE# 2004-3067004 
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^-v : 33/ 



, ti^#iET> o v-mm<om&x&mz*t& ztKxt), ^ u a) xmz 

[0 0 6 2] 

(H) 

^ (9) T^^tL^rv-^fl^^^^^x^ : -s-t^£*l&^tv 

(9A) Si, &toik^frb^<D&l&l3&*®.&&t>-&2>Z.tK£ 

[0 0 6 3] 



Hfci 3] 

R2 X> 

(13) 
R V/OH 



IS(H2) 



1) 
s 




H 

Y n ^b 

NH 2 

(16) 



2) mm 



(15) 



T )— NH 2 
R 2 ^ N 
(9A) 



(14) 

k^r 1 . r 2 > 35£v*Li$mnztmzm.m*%LL, Bit^mw^ttzitt e 

5£ (1 5) ^3*L*<ffc-£»W\ JgJLTlC^-TX^ (HI) , ttzii (H2) £ 

ig(Hi) : 

5S: (13) T^SftSft^^fc, J. Med. Chem. , 

1987, 30, 494. ttzitT etrahedron Lett., 200 

o, 4i, 9741.) umttmfcmcx&m-r&zt&xzzo m*>, a© 
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, (13) -eft 3*1 $km*?&0%t£¥ 

(D^uryimz ox;~mM<vm&^frm-£-&z> z tK£ *) , ^ (i 5) xmz 

X5g (H2) : 

5£ (14) T^^tL&lb^ti&'fb^ * >*;v^~;vl£o;uv*~;Wb3iJ£> 

T-feh-h';;l/&£?) 4\ ti^ffSTI/:!i^T, 0t:~^<7)^^T^ 
fcK* 0> ^ (1 5) t^$frMb^£$^t-& &o 
S (9A) 3cm.mz.tf, J. Med. Chem. , 1 

987, 30, 494. ifcliSynth. Commun. , 2 0 0 2, 3 2, 

1671. ) um^mmtx, ^ (15) xm-zn&tt&mfrb-smt&z 

t &X i4 0 ip^a5 CTffitt ft »Wt ($1 x. li\ ^DD^jVA, 1 , 4 

7f7tKn77>4Jf) ^ ^ (15) xmZti&fo&mt^: 
(16) T^£*L&^*^VTitS#:£. 0"C-»iltO»/St»RJS**, 

m&&B<Dm$;*mx, oa) -e^^tL^f-rv-^ii^^srmit-r^-t 

1*1 (HI) H^ffli-^^nrXb^JiiLTli, Mz.tf, JISi, £d«> 
y-^A7*n' K;i-7*D5 K, 5, 5 - v f n *^/nf y - ;V»^tf <b 

o 

[0 0 6 4] 

^J£& (J) 

(2) , (12) , (i) xmzfr&it&w^s^x, x^-.-s-xmzn, 

Zit&m (2A) , (12A), (1A) ^tt^ti^Mb^^ ib£r£fl<^ 
^^^m^^^^-^^i i9^T'§, ^Jill J^T^i-^ (J 1) , 

(J 2) ttzit (J 3) O^i-^-T h^tiSo 

[0 0 6 5] 
(J 1) 



ffiSE^F 2004-3067004 
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^-y : 35/ 



[flS 1 4 ] 

D 

r1 N/ l 

n h 2N /< a yc r X (15)R yv- 

S XS(J1D / 2)fl ^ IS V 

(17) A (18) A X (2A) 

B-NH 2 

Xff(J12) 



. N 

XfI(J12) 

A (19) 



V 

7 



XfI(J12) 

^ (18) t*^£;ft;Mfc£4&ti\ J^T^-TX^ (Jll) , t^i (J12) 
X® (J l l) : 

^(17) -eft*ita>fy^*'>T^-MI*frfcS::NH2-Yi-A-« 

ftTf fcttiN5Rfi£T, 0 < C~^co^*T'R^$^^>- fcfc* *K * (18) "C 
^ $ tt S * *j v T BNMfc * *B£ * * - ^ * * o 
xe (J l 2) : 

) Rj©JC^«tt«:»«t («*.«\ 7-feh-h'J;K ff^Kn??^ 5> 
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36/ 



T ^- „ h ^:b-nh 2 t^*> £ tiMk&m * > RJS ( 

(18) tiS f t -7 V Tiff^SIt § ^ ^ ^* ^ ^> o 

smc, #<b*t&:S; (i 8) (i 5) t&imzib&to 

$M J.Med. Chem. , 1987, 30, 494. tfctt 

Synth. Commu n. , 2 0 0 2, 3 2, 1 6 7 1.) ffiUc^&^C 

•c, m&<« (9 a) ?&ztL&4k^<D&&&£nm<o&ftT^^2*fc& 

a) T^^tL^^ti^^-r^ct^-r^^o 

[0 0 6 6] 

(J 2) 

[flSl 5] 

Y 2 — r— Q CIC(=S)CI 




(6) Xfi(J23) 

[^Rl, R2 % y2, l> Q, MfcJtfBttflfSBfcHCtiifcfc^fc't'o ] 
5£ (2 1) ^StLSft^^ J^Tl^-rXfi (J 2 1) , (J 2 2) Ztz 
ti (J 2 3) HJ:0«ai-r*ifc*»T?§*o 
(J 2 l) : 



tiiSE# 2004-3067004 
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: 37/ 



g£ (6) -cottars vfNMfcfc^*****^ RJS^flHt4#» (« 

^Tttzmm^r, 0TC~»«tO»jSCT?RJ5&$«tfc^J:l), * (2 0) 
?C5£ (2 0) ^SftSft^kTV^-T*. (#0xJ£\ 

ztKH •}> ^ (2 l) ti$Wft^TlfMIIt^-^ s t^o 
it (J2 2) : 

(J 1) ©IS (J 1 2) fcH*fcSS3**£4:fcJ:*K ^ (2 0) "C 
^StlS'f VftvTt- h Si^ ? til»o 
^ (2 0) -e^$tL^,-f VftvTt- bStSfl^TV^-T^ ^ffJEOXg ( 
J 2 1) fcRI«HcjRJtSS-*«i4HwJ: 0, ^ (2 1) T?£S*t**-#* VTif 

IS (J2 3) : 

ft (6) -ca£fr£'fb-&*fc5$; (17) -eicSttsft^fc. tao^fe ( 
J 1) ©IS (J 1 1) tmUKKfoZittzfe. £<t>©BT^3*t&*0*«MHfe 

<&»^iifc«KRjfo*tf3 ^ (2 i) -e^tiz>ik&m*m&-tz>z- 

s<b£, #<b*t&5£ (2 i) ^Sfrsfafirtfek:* (i 5) 

tfrfc^jfcifc (J 1) kP^KRj££^&£2:K£JK 5£ (12 A) T~gc£ 
tL^^t/^^-t" & - k i * o 

10 0 6 7] 
^J£& (J 3) 
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[ftl 6] 




<a h 2 n 



Xf£(J31) 




I 



(20) 



Y 2 -^r-P 

h 2 ^ y 



M 




M 



(6) 



XH(J32) 



[:£<K Rl, R2, Yl, Y2, L> A, {fM(±f|2t |WJ 



^ (22) ■C^cStL&'ffc^te, HkTKTF-rXM (J 3 1) *fe»± (J 3 2) 
JM ( J 3 l ) : 

5$; (20) -cmzti&ik&ydtiS: : nh 2 -y i -Ax~mt>zti&<\t&wz, 
iftmo&j&m (j i) oig (j 12) tmwu-KiBmt&ztKx ^ (2 

IS (J3 2) : 

5£ (1 9) •e^^tt^^^^^: (7) Tmzti&ft&mz. mm<D&$.m ( 

J 2) OIS (J 2 1) , (J 1) (DUm (J 1 2) tlWtffKR 

fcZit&ZtKX <9. ^ (22) T-a^^^^^^l^T^S^^M^i-^Ci:^ 



££>K, #^>tL^ (2 2) T^^Mb^^ (1 5) X^ZtL&it&m 
1irifco£-jfc& (J 1) ttzlt (J 2) tlWI^^Rj^^-^^i^tcJ: J), ^ ( 

ia) T^$^'ffc^*M3t1-^it^-e^^> 0 

[0 0 6 8] 

(K) 

_tfE^J&}£ (E) ~ (G) Ic^lt^^^Kb^T'^^^: (9) X~mZti 
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^->>: 39/ 



^T7-;vl»H> x-ttt : - O - t ^ t7-;vfi# (9 B 

JSLTtw^i-^ft (Kl) Sfcli (K2) K£*)&J&-t2>Zkifi-?£Z>o 
[0 0 6 9] 



(Kl) 



lit 1 7 ] 

R 2 

(23) 



1 

(24) 



Xf§(K11) 



XS(K12) 



N 



NH 



(25) 



Y 

E (26) 



NH, 



(9B) 



5* (2 5) T^^Mb^f^ VkTKTFlrJim. (Kl 1) . Sfctt (K 1 2 

) \~xt) mm-tzz t & z> 0 

It (Kii) : 

A (2 3) ^$*L£ft^^<b, tfra&^sS; (9 a) -emzfrZ'ik&mo'kJSL 

& (^Jfii* (H) £>X^ (HI) ) i:fi:t^tSii:^tl-S e IP*,, KB 

K^m^mm, (23) ^stLMb-^^ it^iot^^nr/ 

ig (K12) : 

^ (2 4) T^Sfr^t^tf^k, m^co^: (9 A) T^Sfr^b^Ol^fc 

(^Jfii* (H) OX® (H2) ) izmcT&m.-rz>zttfx^2> 0 p£ ( 
2 4) •e^$ttS'fb^t^k^^^^;i/^-;v#^)^;v*^;Wb^J*> acStc 



ffitE#2 004-3067004 



mm 2 0 0 3-1 8 4 3 2 1 40/ 

itCJ:^ ^ (2 5) S *i & 4b^t/ £ Ufe-f 2>ZttfX«%& a 

smc, it (9B) -cicsats 2 -T5y*^^/-/U«|a»*t±^ ^ (00*- 
Ii\ Chem. Ber. , 1 9 6 6, 9 9, 2 1 1 0.) lam^&Krg £T> 

S: (25) ^mztL&tt&fyim^x&fiL't&z.b&'eZZo 7;vn-;v 

mm*. & (2 5) T^stL&ifc^^ (2 6) T^£tLMfc^&> 

[0 0 7 0] 

£-j&v£ (K2) 

Hti 8] 

1) B 1 




5£ (9 B) "T^Sftfcft^ti^ :fcflt (fllxJ*. Synthesis, 199 
3, 54. , Tetrahedron, 1999, 55, 1 4 7 0 1. , ifctt 
Org. Lett., 2 0 0 2, 4, 5 4. ) SBIRO^&fcifcCT, 5* (2 7) 
t?a£*LMb^£^T^j&1-&££^§£o BPt^ KJSCTf£tt&i#& (#! 

D7r/4a *k * (2 5) T^ttMb-s*^ rsMMHfc (fli&tf, 

*0*C-»«tO»jS-CRje$**ia:»wJ: 0, ^ (2 7) t? 
fc5£ (2 7) ^$*L&4b£-%t5£ (2 8) •C^$*t*>f V~>T?— h**v*t± 
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41/ 



i?xf^x-tJK ff7tKD77>, 1, 4-^*tv41f) 4u 0Ox.tf 
m&'V&UtoZ't, «m*B l«l*tfr Hfcti ^ 5* (9B) "C^SttS'fk 

[0 0 7 1] 

(L 2) 

[0 0 7 2] 



[=£4^ r1 > r2 n y 2 . Q. &X&M\£tftR£mCMm*&it>-t-o ] 
S (27) T'^fr&ft^t^ (2 9) T'^tL&^t/Sr, m&<^J£i£ 
(K2) tmm-fcfcmt&ZtKZ*), ft (12B) -C^^^^^V-A/ 

SNftfr **it-r * £ fc § & o 

[0 0 7 3] 



Hti 9] 




(27) 



(12B) 
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> L,X\*&*<D&W&KJ&^ $M Green, T. 

W. & X tfW uts, P. G. M. .Protective Groups i 
n Organic Synthesis, John Wiley & Son 
s, Inc. (1 9 9 9) ) mmvJj&^Z t)fr7ZttfX%Z> 0 
&m*)W±M?Ltfs 5£ (1) > (la), (1 b) . (lc)> (1 d 

[0 0 7 4] 

tt*rV\> 

[0 0 7 5] 

o 

* 7 A : t ^ ^ v V* (O D S ) (iSi&fc CombiSc 

reen ODS-A (t^i7^^y>f) ) §§5 0mmXR#4. 6m 
nu *iS5^ra, »L1 2 0tV^hn-A 
flftit : 3 . 5ml/fl" 

ffttffi : 

#S&*B A ( o . 0 5%hV7;i/t n@t=M7to«) 

^StfBB ( 0 . 0 3 5 % h 7;vtnftf7-b h - h V ;W#?£) 

#B#^ £fc it & #«J*B A t B ©Rfl-tt&TO £ *9 -C* £ o 

*S«l5ffl (#•) : ^I&ffiA/SIitfBB 

0 — 0. 5 19 0/10 
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0. 5 — 4. 2 : 90/10^1/99 
4. 2 — 4. 4 : 1/9 9 
4. 4 — 4. 8 : 1/9 9 — 9 9/1 
4.8 — 6.3199/ 1 
6. 3 — 6. 4:9 9/1 — 1 0 0/ 0 
[0 0 7 6] 

2, 2, 2-h'J7Wn-N- (5-^f-^-l, 3-f77-^-2-^;v 
) 7-fef75 K<7)^/& 

2-7</-5-^f;Vf7^-;V (5. 0 0g, 4 3. 8 mm o 1 ) <T> \ )V 
(15 0ml) IC N 0 °C\ZX Y y ^^^-n^i&TKt/ ( 6 . 18ml, 
4 3. 8mmo 1) *?1TI, 2B#ra^t/c 0 Mffilk1&**toz-, 9 

uufrfrAKXitomLtio £O^IIJf£ 2M^.WK, l^^7K> IS^D^mTK* 

iM'i 0, &mfo&%} ( 5 . 9 0 g , 69. 1%) £#fc 0 ; 1 
H-NMR (DMSO-d 6 ) 13. 76 (b r s, 1 H) , 7. 35 (b r 
, 1H) , 2. 3 1 (b r, 3 H) . LC/MS (M+ 1 , tfc«M$ffl) : 2 1 1 
. 0, 3. 0 7# 
[0 0 7 7] 
##M2 

2, 2, 2-h'J7^n-N- [ (2Z) -5-p<^;v-3- (l-^"7^;V 
-1, 3-f77-^-2 (3H) --ry-7*>] 7-th7?K^ 
2, 2, 2-b'J7;^n-N- (5-^f-;v-l, 3 - f77-;v- 2 --f 
;H 7>bb75 K (3. 0 0 g, 15. 4mmo I) tl - (?uu*^-)V) - 
t7^I/>' (2. 86g, 16. 15mmol) <^N, N-^WM75 
K (15ml) *A (4. 2 4 g, 3 0. 8mmo 1) tWsMM. 
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^-V : 44/ 



-i/^f-;v^-x;vrl^M^T^-r^ ztK£t), mMb&to (4. 27g 

, 7 9. 2%) I 1 H-NMR (DMSO-d 6 ) 8. 2 0-8. 3 0 

(m, 1H) , 7. 9 0-8. 0 5 (m, 2 H) , 7. 4 5- 7. 6 0 (m, 3 
H), 7. 30-7. 45 (m, 2 H) , 5. 88 (s, 2 H) , 2. 28 (s 
, 3H) . LC/MS (M+l, VkW&m) 1439. 0, 4. 1 3^ 

[0 0 7 8] 
##$13 

5-^;v-3- (i-t7f;v^f;i/) - 1 , 3-f7V-;v-2 (3H) - 

2, 2, 2-f'J7J^n-N- [ (2Z) - 5 f'/l'- 3 - (1-^7^ 
-l, 3 -f-7V-;V-2 (3H) ->p;7*>] T-fehT^K (2. 

7 6 g, 7. 89mmol) 4rf7tF077^/ (10ml) J-)\> ( 
10ml) £ tifcMfifcf 2 MTK^fc^ > y 7 (10ml 

£T*8*Lfco »fc*Hffi«*1-*£i:teJ:»K *»f&£» (1. 75g, 87 
. 3%) ^#fc 0 ; 1 H-NMR (CDC 1 3) 8. 0 4-8. 10 (m, 1H 
), 7. 80-7. 92 (m, 2H), 7. 37-7. 60 (m, 4H), 5. 

8 4 - 5. 8 7 (m, 1 H) , 5. 26 (s, 2 H) , 1. 92 (d, 3 H, J 

= 1. 5 Hz) . lc/ms (M+i, &mmm) :25s. 2, 3. 2 6#- 

[0 0 7 9] 

(a) 2- ( 1 [ (2Z) -5-^;v-3- (1 - + 7^;v^f-;v) 

-1, 3-f7V-^-2 (3H) -4V7>] 7 5>M *;v*~;v) ^>V7 

5 -^^-3 - (1 -i- 7?- -1, 3-fry-;v-2 (3H) 

->f 5 > (200mg, 0. 78 7 mm o 1) ^v^ou^^^ (6ml) 
fc, 0t:CT2 - (^nn^H-JV) £M t Bi*?-*' (2 0 3mg, 0. 8 6 
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^-v: 45/ 



5mmol) , ^V^n^xwr/ (0. 2 7ml, 1. 57mmol 

) tiiio 4 - f ^7 t° g ^ > ^ ix., m&i-x immmnLtzo 

/ 3 -e^ffl) Tif it^i^ ^Sft^ ( 2 1 8 m g , 6 1. 2 %) £ 
ftfco ; 1 H-NMR (CDC 1 3) 8. 10-8. 18 (m, 1 H) , 7. 8 

0-7. 92 (m, 3H) , 7. 30-7. 62 (m, 6 H) , 7. 26-7. 

7. 34 (m, 1H) , 6. 24 (br, 1 H) , 5. 50 (s, 2 H) , 3. 

91 (s, 3H), 2. 06 (br, 3H). LC/MS (M+ 1 , 

: 4 5 3. 0, 4. 3 933- 
[0 0 8 0] 

(b) 2- ( I [ (2Z) -5-^;V-3- (l-t7WfA') -1. 
3-f7V-;v-2 (3H) -^f'Jf>] T^y[ $it»o^ 
2- ( I [ (2Z) -5-^f-;v-3- (1-^7^^) -1 
, 3-f77*^-2 (3H) -^f'Jr/] T^^l j*;v*^;v) ^> V7- h 
(180mg, 0. 331mmol) tf h5tKU79V (5ml) fc^*/ 
(5ml) K$gMSS-*t\ £ *Ltegfi£T 2 MTK^bf" h V -7 A^«E ( 2 m 

1) *un*.fc&, immmm\^tz 0 i^oti:^u 2M&&*fc 

TitliUo dO^«W*<&Sl«BDic-C«fe^L"C^P>, te 7 K^m-7-h 1 >»'7^^"C 
<S*Lfco #«t*«BE«*f*ifcKJ:0. Ml-fb-fr* (1 4 lmg, 80. 8 
%) *#/Co ; 1 H-NMR (DMSO-d 6) 7. 70-8. 00 (m, 4H 
), 7. 40-7. 70 (m, 5 H) , 7. 20-7. 35 (m, 2H), 6. 
96 (d, 1H, J = l. 5Hz) , 5. 55 (s, 2 H) , 2. 12 (s, 3 
H) . LC/MS (M+l, fiHWW) : 4 3 9. 0, 4. 1 33* 
[0 0 8 1] 

ffiiE# 2004-3067004 
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(a) t e r t-T^-)V 2- ( i [ (2 Z) -5-^;V-3- 
;i^f-;v) -l, 3-f-TV-;v-2 (3H) T$s\ 

5-^f-;v-3- (l -f--7^-;i/^f-;v) -l, 3-f7V-;v-2 (3H) 

(1 3 9mg, 0. 546mmol) hi- (tert-7^v^JV 
(133mg, 0. 600mmol) ON, N-v^-^V*^ 

(7ml) l-^)V-3- (3' -^W^7"ae 

)V) ts ^ K • — £H:& (126mg, 0. 658 mm o 1 ) , tKn* 

^>V> V TV*-;V (8 8. 9mg, 0. 6 5 8mmol) *3 J: H; ^-f-JV 
75 > (0. 15mK 1. 08mmol) £2jnx., 3 0 °C \Z X 1 L fc 

m^KT^^ L X * e> , te7fc«^ b V 7 A -efgjjfe L o feft * Mffi^* L T# fb 

diiKJ:*), £*®fb#i» (1 4 3mg, 5 7. 1%) ; 1 H-NMR ( 

DMSO-d6> 8. 22 (m, 1 H) , 7. 9 0-7. 9 9 (m, 2 H) , 7 
. 7 9 - 7. 8 5 (m, 1 H) , 7. 4 0-7. 5 8 (m, 6 H) , 7. 28 ( 
d, 1H, J = 7. 2Hz) , 5. 88 (s, 2 H) , 2. 24 (s, 3 H) , 
1. 4 3 (s, 9H) . LC/MS (M+ 1 , 14 5 9. 4, 4. 2 

553- 

[0 0 8 2] 

(b) 2- ( I [ (2Z) -5-^;v-3- (l -1-y -l, 
3-f-TV-;v-2 (3H) 7 5 7| #;v**~;v) Slftw^ 

t e r t-7^;V 2- ( 1 [ (2 Z) - 5-**-*- 3 - (1 -^7^;V^ 
-l, 3-f7V-)i/-2 (3H) ->f'JfV] 75 7( #;w-K~;iO ^ 
>VT- h (131m g, 0. 286mmol) 0@fcm (5ml) »4Mt 
t/1, 4-^**-9"> (2. 0ml, 8. OOmmo 1) ^Di> 5 OtCt 

SriJtlx., &CfcHfr*»#?-*££:fcJ: «K ^H-ffc^ (7 5. 5mg, 6 5. 
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: 47/ 



6%) £#£ 0 ; 1 H-NMR (DMSO-d6) 8. 15-8. 2 5 (m, 1 
H) , 7. 8 5-8. 0 5 (m, 3 H) , 7. 4 5 -7. 6 0 (m, 6 H) , 7 
. 38 (d, 1 H, J =7. 2 H z) , 7. 10 (br, 1H), 2. 21 (b 
r s, 3 H) . LC/MS (M+ 1 , fiUWIS) : 4 0 3. 4, 4. 0 5^ 
[0 0 8 3] 

mm 3 

(a) 2- ( I [ (2Z) -5-^;v-3- (l -^-^^-^v) 

-1, 3-f7V-)V-2 (3H) -^'Jf7] T5/| ^«>'/7-> 

##^!i2^^^DT, 5-^f-;v-3- (i-t7f;v^f;v) -1,3 
-f7V-iV-2 (3H) -^$>fc2- £Jt#Bt* <0 

RJES*frfcv\ ^atofrfcfc-frjaLfco ; LC/MS (M+ 1 , QkWmm) : 4 
0 3. 1, 3. 7 653* 
[0 0 8 4] 

(b) 2- ( 1 [ (2Z) -5-p^;V-3- (l-t7fWfA/) -1, 
3-f7V-;V-2 (3H) -JVr>] 75/1 £Jt#^tf>£-j£ 

SUfeflll (b) (D-fimizmtX, 2- ( I [ (2 Z) -5-^f-^- 

3- (l -l, 3-f77-;v-2 (3H) ->TUt*>] t 

; LC/MS (M+ 1, tikWmm) : 3 8 9. 4, 3. 4 953* 

[0 0 8 5] 
##$14 

2, 2, 2- h y 7;^n-N- (4-^f-;V-l, 3-f 77-^-2-^V 
) 7-tf75 KO£-J& 

##M i (Djj&tzmtx, 2-7?y-5-^fiVf7V~;i/t h';7;u^-n 
ft»m*»fcoae«r^fa:vv Jll^t^l^. ;LC/MS (M+l, 

fiyWW) :210. 7, 2. 8 9 53" 
[0 0 8 6] 

###!)5 
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2, 2, 2-hV7^tn-N- [ (2Z) -4-^^;V-3- {\-^"7^)V 
-1, 3-fT7-JV-2 (3H) -^f'Jf>] T-fehT^KO^ 
#tM2^l:i|i:T> 2, 2, 2-f'J7^tn-N- (4-*^;V-l 
, 3-fT'/-iV-2-^V) 7-bb75 Ktl - (^nn^fji/) -^-"7^1/ 

^o&js^Ht&v^ ^s-fb^^^Lfco ;lc/ms (m+i, f^#B#r^ 

) : 351. 3, 4. 1553* 
[0 0 8 7] 

##$16 

4-^^-3- (1 -1, 3-f7V-iV-2 (3H) - 

#f^J3^iiH$Ct, 2, 2, 2-f'J7;Vtn-N- [ (2 Z) -4- 
^^•;i/-3- ( l —j-7i-)\s*?-)V) -l, 3-f-rv*-;v-2 (3H) ->fv 
r>] r-fehT^ k^htK^rjs^t^v^ ^Mtti^^j&L/co ; lc/ 

MS (M+ 1, «#B#^) : 2 5 5. 2, 2. 3 7 53* 
[0 0 8 8] 

£l»!l4 

(a) 2 - ( I [ (2 Z) -4-*^-;V-3- ( 1 -1"7*f-fr* 
-1, 3-f7 , /-;V-2 (3H) -^UfV] 7<>M X;W*-;i.) ^^v*T 

###!ll (a) OT^C^T, 4 -^^;b-3 - (1 - t7f ;W^f Jl/) - 
1, 3-f7V-^-2 (3H) -^5>t2- (^nn^;^r^) 
^^V^M^tS;^ ^S^t/^^L./Co ; LC/MS (M+T, l£3f 
B#H9) 1453. 0, 2. 9 7^ 
[0 0 8 9] 

(b) 2- ( { [ (2Z) - 4-*^)U-3- (1 -±"7^;l^?-;V) -1, 
3-f-77-;v-2 (3H) -^'Jf>] T^y} ^m#m<^J& 

##$J1 (b) O^tftt, 2- ( { [ (2 Z) -4-^f;v- 

3- (l -^-7^;v^^-;v) -l, 3-f77-;v-2 (3H) — fjfy] r 
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: 49/ 



tz 0 ; 1 H — NMR (DMSO-d 6 ) 8. 0 8-8. 2 0 (m, 1 H) , 7. 
96-8. 01 (m, 1H) , 7. 87 (d, 1 H, J=7. 7Hz) , 7. 7 
4 (d, 1H, J = 7. 7Hz) , 7. 3 6 - 7. 6 3 (m, 6 H) , 6. 74 
(s, 1 H) , 6. 61 (d, 1H, J=7. 7Hz) , 2. 05 (s, 3 H) 
. LC/MS (M+ 1 , fiy#B#BI) : 4 3 9. 0, 3. 8 9^ 
[0 0 9 0] 

N- ( 5 -^~)]y- l , 3 _^- T y_ ;l/ _ 2 -^;v) -2, 2, 2-HJ7;i/* 

-T*f-frTfr J ?y> K ( 2 . 4 0 g , 33.3mmol) ©Hit (30ml) K 
> MKTJUR (1.71ml, 33.3 mm o 1 ) ^TL/: 0 IfiCT 2 H#RB 
i©SJ£#«^^*^ V7 (2.7 8g, 3 6.6mmol) £3JD;tT£ 

initial 2-75 y-5-*-3-)v^T*s-)i'*&tTm.Jtk®n*3. 1 5 g 

*nRsm&*4fofc<0E&fcfT*v>, 3Blfl:'&**#JfiLfco ; LC/MS (M+ 
1, «^«fHI) : 2 2 5. 2, 3. 3 5^ 

[0 0 9 1] 
##M8 

N- [ (2Z) - 5 3 - (l-f7Wf^) -1, 3-f77- 

;V-2 (3H) -4Vv*>] -2, 2, 2-fV7;vtn7-tb75K^lc 

^%m2<D^m~mcx, n- (5-xf;v-i, 3-^77-^-2-^^ 

) -2, 2, 2->'j7;VtD7-bh75Ktl- (?on^f;p) 
>fc©EJS*fTfcvv. ^gft^£^j£Lfco ; 1 H — NMR (CDC1 3) 8 
.05-8.13 (m, 1H), 7.85-7. 95 (m, 2H) , 7. 45-7 
. 5 8 (m, 4H) , 6. 61 (br, 1H), 5. 82 (s, 2H), 2. 5 
3-2. 62 (m, 2H) , 1. 17 (d, 1 H, J=7. 5Hz) . LC/M 
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i- 9 J : 50/ 



S (M+ 1 , ^#B#^) : 3 6 5. 3, 4 . 7 55" 
[0 0 9 2] 

9 

5 3 - (l-t7Wf^) -1, 3-f7V-;v-2 (3H) - 

-f 5 

##M3^^mi:T, N— [ ( 2 Z) -5-^^-3- (i-^--7^;v 
-1, 3-f7V-^-2 (3H) -^Jf>] -2, 2, 2 - h V 7 

NMR (CDC 1 3 ) 8.05-8.10 (m, 1 H) , 7.80-7. 90 (m 
, 2 H) , 7. 3 7 - 7. 6 0 (m, 4H) , 5. 8 8 (b r, 1 H) , 5. 2 
7 (s, 2H), 2. 29 (dq, 2 H, J = l. 1, 7.3Hz), 1.19 ( 
d, 1H, J =7. 3Hz). LC/MS (M+ 1 , ^#B#K) : 2 6 9. 2, 
3.0 5^- 

[0 0 9 3] 

(a) 2 - ( I [ (2 z) -5-^;v-3- (l -t7fn/^f^/) 
-1, 3-f77-Jl'-2 (3H) -^f'Jf^] T^7j J*;^*-^) ^y>ST 

mmmi (a) «i:iCt, 5-^;v-3- (l-t7Wf;v) - 
1, 3-f7V-^-2 (3H) -4$>£2- (^nn^^t^;v) 
^^vtOKS'HT&v^ mmfc&mZ&l&LtZo ; iH-NMR (CDC 1 3 
) 8. 11-8.18 (m, 1 H) , 7. 8 3 -7. 9 2 (m, 3 H) , 7. 2 
7-7. 60 (m, 7H) , 6. 26 (br, 1 H) , 5. 51 (s, 2 H) , 
3. 89 (s, 3H) , 2. 3 9 -2. 4 8 (m, 2 H) , 1. 10 (d, 1H 
, J =7. 4 Hz) . LC/MS (M+l, VkWmffl) : 4 6 7. 3, 4. 3 7 

[0 0 9 4] 

(b) 2- ( | [ (2Z) -5-^^-3 - (l-t7Wf;v) -1, 

3-f77-;v-2 (3H) --p;t*>] r^yj x;v*~.>v) £l,#Bfeo£-j£ 
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IWJl (b) <D-%mizmtX, 2- ( I [ (2Z) -5-^^;V- 

3- (1-i-y -1, 3-f7V-^-2 (3H) -<1VT>~\ T 

fco ; L C/MS (M+ 1 , ##B#IW) :453. 0, 4. 0 4^ 
[0 0 9 5] 

(a) t e r t 2 - ( i [ (2Z) - 5 -^/V- 3 - {1—fy* 

)V^^-)v) -l, 3-f7 , /-;v-2 (3H) -^Vt^] 7^1 #;i/^~;v 

H*fe0!l2 (a) ?)Mi:iDT, 5 3 - (l-t7Wf^) - 

1, 3-fTV-;V-2 (3H) -4 <>t2 - 

&&m&£<offi&EJB*ft%^ mm^m^^Ltzo ih-nmr ( 

CDC 1 3 ) 8.05-8. 09 (m, 1H), 7. 94-7. 99 (m, 1H 
), 7. 86-7. 94 (m, 2H), 7. 60-7. 67 (m, 1 H) , 7. 
30-7. 55 (m, 6H), 6. 46 (brs, 1H), 5. 80 (s, 2H 
) , 2. 55 (m, 2H) , 1.55 (s, 9 H) , 1. 73 (t, 3 H, J = 
7. 5 Hz) . LC/MS (M+l, ^#B#P^) : 4 7 3. 1, 4. 9 8# 
[0 0 9 6] 

(b) 2- ( 1 [ (2Z) - 5 3 - {l—fyTfr*?-*) -1, 
3-f7v-;v-2 (3H) ->f V t*>] r^y| fc/ntf-ziO ^&#m<^j& 

%mm2 (b) co^&lcmCT, t e r t 2 - ( I [ (2 Z) - 5 

-o.^;v- 3 - (l-t7f;Mf;l') -1, 3-f77-^-2 (3H) -4 
UfV] T^7| e r t ^**1$*U ^ 

aft^fc^lSLfco ; 1 H-NMR (CDC 1 3) 8.18 (d, 1H, J = 
7. 7Hz) , 8. 03 (br, 1 H) , 7. 8 0-7. 9 5 (m, 4 H) , 7 
. 4 0- 7. 6 7 (m, 7H) , 6. 56 (s, 1H) , 6. 20 (s, 2 H) 
, 2. 58 (q, 2H, J=7. 2Hz) , 1. 75 (t, 3 H, J = 7. 2H 
z) . 

[0 0 9 7] 
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1 0 

2, 2, 2-h'j7^tn-N- [ (2Z) - 5 ->f V tf;v- 3 - ( 1 — *- 
7^;i^?-;v) -1, 3-f77-;V-2 (3H) -JVr>] 7-tM5 

##011 7 £ i 8 <7)^^ txmMft&to £ t/Co EP*>> 7 

4 yyn^- 2 - h V 7iVtQ7-feW5 ;f77-^*ML/; 0 $ 
f>(:#t^J8^ft(:$i:t, ±SBfls£-!»fc 1 - (?nu^;v) -t7^> 
fcOKJfc*1r$rV», ^s^h^*^t^o ; !h-nmr (CDC 1 3 ) 8. 
11-8.18 (m, 1 H) , 7.8 5- 7.9 5 (m, 2 H) , 7.45-7.5 

8 (m, 4H) , 6.61 (br, 1 H) , 5.82 (s, 2 H) , 2.85-2. 

9 5 (m, 1H) , 1.19 (d, 1 H, J =7.0 Hz) . LC/MS (M+ 1 
, 1379.0, 4.9 15- 

[0 0 9 8] 
1 1 

V/tf fc?;l/-3- (1 —f7 s f-fr*f-ft') -1, 3-f77-;V-2 (3 
H) -4\y<D&tiL 

m^m 3 (Difm^mcx , 2, 2, 2 - h; ?;i^n-N- [ (2z) -5- 

(l-t7f;v^f^) -l, 3-f7V-;v-2 (3H) 

LC/MS (M+l, fia#B#EI) 1.2 8 3.2, 1.6 65" 
[0 0 9 9] 

(a) 2- ( I [ (2Z) -5--rv^obf;v-3- ( 1 — *-7f-/l/* 

-l, 3-f7V-;v-2 (3H) -Jvry] r<y\ *;v*-;i/) ^ 

%Vmi (a) o^icmcr, 5--f V7°ne;i/-3- (l-^7f-;v^f- 
;V) -1, 3-f7y-^-2 (3H) -J ^>t2 - (^DDXW-J1/) £ 
Jt#M^;i'fcORj&£fi : fcv^ ^Mft^Sr^J&Lfco ; !H-NMR (CD 
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Cl 3 ) 8.11-8.16 (m, 1H), 7.84-7.93 (m, 3 H) , 7. 
28-7.60 (m, 7H), 6.26 (d, 1H, J = 1. 1Hz) , 5.51 ( 
s, 2H) , 3.8 8 (s, 3H) , 2.71-2.82 (m, 1H) , 1.12 ( 
d, 1 H, J =6. 8H z) . 
[0 10 0] 

(b) 2 - ( | [ (2 Z) - 5-"f V/ntr;V-3 - (l-t7Wf^) 
-1, 3-f7V-JV-2 (3H) ->fUf>] T5/| ^Jlfi 

mmi (b) ©Jg|:itt, 2 - ( | [ (2Z) - 5— f V~?u 

fc?;l/-3- (1 -1, 3-f77-JV-2 (3H) -^'Jf 

&$LLtZo ; 1 H-NMR (CDC 1 3) 8.17-8.2 2 (m, 1 H) , 7. 
96-8.01 (m, 1H) , 7.81-7.90 (m, 3H), 7.61-7.68 
(m, 2H) , 7.3 5- 7.5 5 (m, 4 H) , 6.24 (d, 1 H, J = l.l 
Hz), 5.46 (s, 2H), 2.69-2.80 (m, 1H), 1.09 (d, 
1 H, J =6. 8H z) . LC/MS (M+ 1 , &Wm$) 14 6 7.3, 4.1 
1% 

[0 10 1] 

##®J 1 2 

2- (4-HFn^fy7 , f^) - 1 H--f V>f V 1 , 3 (2H) -i?Hr 

4-757-1 J—fr (2. OOg, 22. 4 mm o 1 ) <9 h ( 

10 0ml) ^^te7fC7 * JVM (3. 30g, 22. 4mmol) * 3JlJ;i> 3 

/ 6 xmm) xmn-t&ztizx*), m.mit&yo (2. oog, 40. 7%) £ 

#7^o ; 1 H-NMR (CDC 1 3) 7. 80-7. 88 (m, 2H), 7. 6 
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9-7. 76 (m, 2H), 3. 66-3. 78 (m, 4H), 1. 57-1. 
8 4 (m, 4H) . LC/MS (M+ 1 , 1220. 2, 2. 5 9^ 

[0 10 2] 

###y 1 3 

4- (1, 3-v^-^V-l, 3 - y t Fn - 2 H-^ V'f > K-iV- 2 - ^ ;l/ 
) 7?i--)l'<D&f$ t 

8L'ffc*3Mfi;/l' (1. 5 9ml, 18. 2mmol) «^nn^>gi( 
5ml) -7 8ti:ty^f;^;V*^yK (2. 5 9ml, 36. 5mm 
o 1 ) ^oo^ *>v#?£ (5ml) IriTL, f^T, 2 - (4-fc: Kn* 
■>^^) - 1 H-W V'f > K-;V- 1, 3 (2H) (2. OOg, 9 

. 12mmol)0^nn^ >fl (10ml) fcjfiTLfco 2 0 

\ yxf;l/7 5 > (5. 1ml, 3 6. 5mmol) Oy^an^>iI 
(10ml) SrflD/U jS^Sjg * 0 1C f T Ji# $ Z bl<Z3 0frmMWL?z o 

tlzx*)^ mmVC&m (l. 9 4g, 9 7. 9%) £#/c 0 ; 1H-NMR (C 
DCI3) 9. 78 (b r s, 1H) 7. 80-7. 89 (m, 2H), 7. 7 
0-7. 76 (m, 2H) , 3. 75 (t, 1 H, J=6. 8Hz) , 2. 55 
(t, 1H, J=6. 8Hz) , 2. 02 (tt, 2 H, J=6. 8, 6. 8H 
z) . 

[0 10 3] 

1 4 

2-7'o^-4- (1, 3-v**V-l, 3 -yt Kn-2 H-'f V>f > K- 
;v-2--f;v) :/*^-;K7)^j& 

4- (1, 3-v^^fV-l, 3-vt Kn-2H--f V-f VK-/l/-2->f 
(873mg, 4. 02mmol) y (5m 

1) K> 5, 5-y7*n^A;nf7-;^ (6 8 9mg, 2. 4 1mmol) £ 
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^^>/H^^= i /i"C?#fca) "CiM1-& c: t i «9 , atmtt^ ( l 

. 1 6 g, 9 7. %) *»fco ; 1 H-NMR (CDC 1 3 ) 9. 4 8 (s, 1 
H) , 7. 8 0 - 7. 8 9 (m, 2 H) , 7. 7 0-7. 7 7 (m, 2 H) , 4 
. 32-4. 39 (m, 1H), 3. 82-3. 95 (m, 2 H) , 2. 5 0- 
2. 6 2 (m, 1H) , 2. 2 1-2. 3 0 (m, 1 H) . 

[0 10 4] 
##00 1 5 

2- [2- (2-75/-1, 3-f77*-^-5-^f^) -1H--T 
V'OF-^-l, 3 (2H) -v^><7>^J& 

2_y n ^-4- (i, 3 _^^^v-l, 3 — v ^ Kn-2H- / fV / f 
_ ;v _2-^;v) ;V (2. 0 0g>6. 75mmol) (3 

0ml) ft^VT (6 1 7mg, 8. 1 Ommo 1 ) fciJD 1 &#W 

■C«j*bfco **U:*BES**&£ $j»ftett GKfeHfls 1. 3 8 

g, 74. 7%) Sr&fco ; 1H-NMR (CDC 1 3 ) 7. 8 0-8. 0 0 ( 
m, 2H) , 7. 2 6 -7. 7 6 (m, 2 H) , 6. 7 6 (s, 1 H) , 4. 9 
3 (br, 2H) , 3. 89 (t, 2 H, J=7. 2Hz) , 3. 06 (t, 2 
H, J =7. 2Hz) . LC/MS (M+ 1 , 4fc#0#F^) 12 7 4. 3, 2. 5 
3# 

[0 10 5] 

1 6 

tert-W [2- (2-7^-1, 3 _f 7^-5-^) xf 

2 _ [ 2 - (2-7^-1, 3-f77-^-5-^;V) -1H- 
V>f > F-;V- 1, 3 (2H) (7 4 8mg, 2. 74mmol) O 

.x^/-;v (3 5ml) (5ml) 0«^»tSJC^ KK?^/-* 
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mm (0. 3 4ml, 6. 84mmo 1) ^ 1 2 0 2 BHBfttfLfc 

o iv^tt K9^V— TMflt/ (0. 15ml, 3. 03mmol) £Jn*^ § <b 

^fj^;VA7^ K (10ml) > f F5t KD75>IiS (10ml) t7jt ( 

5mi) (Du^mm^mu ztiKmuKxgmy- ten (8 9 

. 5mg, 0. 4 1 Ommo 1) £>-r Kn7 7>it (1 0ml) ZffiT 

-;v=2 0/ltfffl) ^»Ri-*£fcfcJ: !K £EHffc^ (6 1 3mg. ~X 
S92. 1 %) &#fc 0 ; 1 H-NMR (CDC 1 3) 6.76 (s, 1H), 
5.02 (br, 2H), 4.81 (br, 1H), 3.30 (dd, 1H, J = 
6.5, 6.5Hz) , 2. 82 (t, 1 H, J=6.5Hz) . LC/MS (M 
+ 1 , fiy#H#K) : 244.3, 2.7 8^ 

[0 10 6] 
##M 1 7 

t e r t (2 - |2 - [ ( h V 7;Vto7tf^) 75^] -1, 3 

-f77-^- 5 ->f;v[ 
^%Wl<7y%mKmCX, tert-7"f^ [2 - (2-7^-1, 3- 

JS5iffftv\ $g^^)SL3to ; 1 H-NMR (DMSO-d 6 ) 13. 
84 (m, 1H), 7.38 (s, 1H), 7.00 (t, 1H, J=6.3Hz 
), 3.14 (dd, 2H, J=6.3, 6.3Hz), 2.79 (t, 2 H, J = 
6. 3 Hz) . LC/MS (M+l, fiy#H#W) : 3 4 0.1, 3.1253* 

[0 10 7] 

1 8 

t e r t - (2- I (2 Z) -3- (l-t7f;V^f ;V) - 2- [ ( 
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b'j7Wn7-fef;v) 4 < S] -2, 3-ytKn-l, 3-^-rv-;v-5 

##^J2^felcmC-C, tert-7f^ (2- |2- [ (f'J7^n 
r-fe^;v) 7<s~\ -l, 3-f7y*-;v-5-^;H j^v) *;w^-ht 

; 1 H-NMR (CDC 1 3 ) 8.05-8.10 (m, 1H), 7.83-7.9 
5 (m, 2H) , 7.5 0- 7.5 8 (m, 4 H) , 6.70 (s, 1 H) , 5.8 

1 (s, 1H), 4.64 (br, 1H), 3.25 (dd, 2H, J = 6. 5, 
6.5Hz), 2.74 (t, 2H, J = 6.5Hz). LC/MS (M+ 1 , % 
mm) : 4 8 0.1, 4.3 0^ 

[0 10 81 
##M 1 9 

tert-W |2- [2--f^y-3- ( 1 -t7W -2, 3 

m^m3(o^mmcx^ t e r t--7*^;v (2- j (2 z) -3- (1- 

±-7^;vy^;v) -2 - [ (f'j7;i/tn7W) -2, 3-^tK 

O-l, 3 _^ T y>_ ;1/ _ 5 ;v| ^;Wt^- h^inTK^RS^If 

£v\ ^M-fb^^^L/^o ; LC/MS (M+l, «8FI$W) : 3 8 4.1 
, 3. 6 453* 

[0 10 9] 

(a) 2 - ( | [ (2 Z) - 5 - |2 - [ (tert-7^vW 

r^y] .x^/M -3- ( l -t7f>u> -l, 3-f7V-;i'- 

2 (3H) T^y| ^>v*7-b^ 

Hifcflll (a) (O^mzmCX^ tert-7f;V 1 2 - [ 2 ^ 7 - 3 
- (1 -i-yJ-Jl'* -2, 3-^tKD-l, 3-^77-^-5-^^ 

fif&V\ JMWfc^ft^Lfc, ; 1 H-NMR (DMS0-d 6 ) 7.8 4- 
8.01 (m, 4H), 7.38-7.73 (m, 5H), 7.22-7.34 (m 
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, 2H), 7.09 (s, 1H), 6.96 ( t , 1H, J=6.4Hz),3.6 
8 (s, 3H) , 3.01-3.10 (m, 2 H) , 2.64 (t, 2H, J=6. 
4 Hz) . LC/MS (M+l, 1582.1, 4. 8 5# 

[0 110] 

(b) 2- ( I [ (2Z) -5- 12- [ (ter t-7f^y*;^*-;V) 

r<y] z-f-M -3- (l -j-y?-)v*?-)i>) -l, 3-fry-;v-2 (3 

nmwi (b) (D^m-m^x^ 2 — ( 1 c (2z> — 5— 12 — [ 

(tert-yRy*H'^;i/) t^/]^;v) -3- ( 1-^-7-f- 
>»v) -1, 3-f7V-^-2 (3H) -JV7*>] T<y\ *;v*-;v) ^> 

y*r- ynmfrfffiKj&zft m.mit&ysz&m.Ltio ■, ih-nmr (d 

MSO-de) 7.8 0-8.0 5 (m, 4 H) , 7.2 5-7.6 2 (m, 7 H) 
, 7.02 (s, 1H), 6.95 (br, 1 H) , 5.57 (s, 2 H) , 3.0 

4 (b r, 2 H) , 2.6 1 (b r, 2 H) . LC/MS (M+l, UWmm) 

14 6 7.3, 4.1 75- 
[0 111] 

(c) pt^JV 2- ( 1 [ (2Z) -5- (2-7 5/xf^) -3- (1- + 

7f;^f;v) -l, 3-f7V-;v-2 (3H) --p;t , >'] t<;\ 

j*?-^ 2 - ( i[(2Z) -5- 12 - [(tert -rh^v*^^ 
) r^y] -3- (1 - + -7^;v^;i/) -l, 3-f7V-;v-2 ( 

3H) —r'JfV] T^y| *;i/*^;v) ^>y*T-h (2 9 5mg, 0. 50 
8mmo 1) (DVtuutty (8ml) Hj 7 n (4ml) £ 

(2 9 8mg, 5e»6^) ; LC/MS (M+l, ^Nf^) I 4 8 

2. 1, 3. 2 33* 
[0 112] 

(d) 2- ( 1 [ (2 Z) - 5- 12 - [ (i^y*;v^;V) T ^ 
y] -3- (i - + 7f-;u^^;v) -1, 3-f7V-;v-2 (3H) 
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2 - ( J [ (2Z) -5- (2-T< -3- (1-^-7^ 

-1, 3-f7^/-JV-2 (3H) --f i ;-7*>] T^/f 
)^>-VT-b f'j7;Vtn^i (14 8mg, 0. 2 4 3mmol) ©5? 
*nn,** (4ml) Oti:t^nn^ixf;i/ (o. 0 2 8ml, 

0.291 mm ol) > h V xf;vy ^ > ( 0 . 101ml, 0. 729 mm o 
1) IfilctlHlli^Lfco Ott^U l&jfQ&ffiTK* 

^®ffc£"*l& (5 8. 9mg, 4 3. 8%) ; 1 H — NMR (CDC 1 3 

) 8. 10-8. 15 (m, 1H), 7. 80-7. 88 (m, 3H), 7. 2 
4-7. 62 (m. 7H) , 6. 37 (s, 1 H) , 5. 50 (s, 2 H) , 4 
. 90 (br, 1H) , 4. 01 (q, 2 H, J=7. 2Hz) , 3. 88 (s 
, 3H) , 3. 24 (q, 2 H, J=6. 6Hz) , 2. 61 (t, 2H, J = 
6. 6Hz) , 1. 17 (t, 3H, J =7. 2Hz) . LC/MS (M+ 1 , 
: 5 5 4. 1, 3. 5 8t> 
[0 113] 

(e) 2 - ( j [ (2 Z) - 5- 12 - [ > *->#;W-}^;l/) T^y] J. 
-3- (1 -1- 7 fr) -1, 3-f7'/-;V-2 (3H) — >f V 

^1 (b) (D-fimm^X, *T)l> 2 - ( I [ (2Z) -5- |2- [ 
(^h*->#;Wi?-;i/) 7^7] J-f-fl/} -3- (1-^7^^^) -1, 

3-f7v*-;v-2 (3H) ->f;r/] r^y| ^vv*7-KO 
in^^RJ&Sr^TfcvS ^M'fk^Sr^t^o ; LC/MS (M+ 1 , £&#B# 
W) : 5 4 0. 1, 3. 8 5t> 
[0 114] 

(f) ff-fr 2- ( j [ (2Z) -3- (1 -1r -5- |2- 
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[ (r h5t Kn-2H-^7>-4-^;v*^*^) T^y] -1 
f 3 _^ 7 y-;v_2 (3H) ->p;f>] T^^l ^/r-f 

HWJ2 (a) «^i:$i:t, 2 - ( I [ (2 Z) -5- (2-T 

-3- (i-t7f;v^f;v) -l, 3-frv-;v-2 (3H) 

Lfco ;LC/MS (M+l, $m#m) :5 9 4. 4, 3. 8 0^ 
[0 115] 

(g) 2- ( I [ (2Z) -3- (l-t7f;^f;V) -5- 12- [ (-r 
f7t Ka-2H-e7>-4-^f )V* T^y] J^/M -1, 3- 

(b) 2 - ( I [ (2 z) -3- (1—7- 

7^-;v^^;v) -5- 12- [ (fh7tKn-2H-if9>-4-'f^^ 
7';] xf->M -1, 3-f-7V-;v-2 (3H) ->f U -fV] 7 5/ 

; 1 H — NMR (DMSO-d6> 13. 20 (brs, 1 H) , 7. 84-8 
. 0 3 (m, 4H) , 7. 2 5-7. 6 8 (m, 7 H) , 7. 0 2 (s, 1 H) 
, 5. 56 (s, 2H) , 3. 7 2-3. 8 0 (m, 2 H) , 3. 10-3. 2 
4 (m, 6H) , 2. 6 5 (b r, 2 H) , 2. 19 (b r, 1 H) , 1. 3 5 
- 1. 5 0 (m, 4H) . LC/MS (M+l, flHWW) 15 8 0. 1, 3. 
0 6# 

[0 116] 

(h) 2- ( i [ (2Z) -5- [2- U7-3fy^f;v75/) ^ 

_ 3 _ (i— }■ ?<?■)], t^-fr) -1, 3-f77-JV-2 (3H) --P; 

3i»J2 (a) O^&KigCT. 2 - ( I [ (2 Z) -5- (2-T 

^xfjv) -3- (l-t7Wf;V) -1, 3-f77-^-2 (3H) 
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>mt<om^KB^^\ *»fls#%*'friatfco ;lc/ms (m+i 
, isyemra) : 5 8 7.2, 3. 43^ 

[0 117] 

(i) 2- ( I [ (2Z) -5- [2- Wv^3f^;v7^) -x^/u] 

_ 3 _ d _^ 7 ^ ;v ^^ ;v ,) 3 _^ T y_;v_2 (3H) 

%mmi (b) Ct, 2- ( I [ (2Z) -5- [2- ( 

^y-nfy^^T^y) .i.^;v] -3- (1 -l, 3-^ 

TV *_ ;I/ _2 ( 3H ) ->f'JfV] 7 5^1 ^^/T-hOW 

«¥^S:ff*vs ^Mtt^fc^Lfco ;lc/ms (M+l, #f#u#lW) : 

573. 1, 3. 22^ 

[0 118] 
##0J 2 0 

2 _ [2- (1, 3-y*^V7>-2-^) - lH- / fV / f> K— 

;V-1, 3 (2H) -v^"><7)^ 

2- (2-7n*>^;v) -l,3-^t#V9> (9 0%, 2. 0 0 g, 1 
1. lmmo 1) fc7^H^KA'J^At (2. 0 5 g, 11. 1 mm o 1 ) 
<DN, N-^f^ATU 4 (20ml) »«tl0 0t»:ri. 5 B# TO 

j^-Tfrm.&mm^rffifrir&zbKx*), mm^m (2. 06g, 75. 7 

%) ; 1 H-NMR (CDC 1 3) 7. 8 0-7.8 5 (m, 2 H) , 

7. 6 7-7.7 5 (m, 2 H) , 4. 96 (t, 2H, J=4. 4Hz) , 3 
. 7 8-4. 0 0 (m, 6H) , 2. 08 (dt, 2 H, J=4. 4, 6. 9H 
z) • . 

[0 119] 

2 1 

3- (1, 3— 3-vl± KH-2H-W V>f 
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2- [2- (1, 3 - V**V7>-2 -4 )V) -lH->fV>fVK 
-;l/-l, 3 (2H) -v>*> (728mg, 2. 94mmol) h7tK 
D77> (12ml) tW?m (4ml) £*Lfc£i&fcT 
2MJ^m7X (5ml) *2jDx.fc&, 5 0 rtCT 2 I*IW«#t*:o Rlfcj^ 

U & fb *LfcH#* ^-9- y - v^^-^^-x ^r^^ii KXm&-t ZZblzX. 
^ SMlb-MI? (5 4 6 mg, 9 1. 4%) £#fc 0 ; 1 H-NMR (DMSO 
-de) 9. 65 (br, 1 H) , 7. 80-7. 88 (m, 4H), 3. 84 
(t, 2H, J=4. 4Hz) , 2. 79 (dt, 2 H, J = l. 5, 6. 9H 
z) . 

[0 12 0] 

###J2 2 

2- [ ( 2 — T ^ y — 1 , 3-^TV-^-5--f;v) y^-;v] -lH-^V-f 
>K-/U-1, 3 (2H) - 9 J*>0><ktiL 

3- (1, 3-^**V-l, Kn-2H-W V-f > K-;V-2--f 
;v) yn^tHV (8 6 6mg, 4. 3 6mmol) OftRiS«(3 0ml) K 
^ W&fcXgM (0. 2 2ml, 4. 29mmo 1) ^iTlTto lfit:T2H 

73mg, 4. 90mmol) £;tjnx.T 2 l*BI««U^ 0 RjSffc* ?#3S£^JEW 

RfllLfco »«l*«EES*1-*i fcfcj: *K MMfrfrtt (6 1 6mg, 5 5. 8 
%) &#*r 0 ;LC/MS (M+l, ##B#^) : 2 6 0. 0, 3. 7653* 

[0 12 1] 
#f«2 3 

tert-W [ (2-75/-1, 3 -f 7V-;V-5-^;i/) ^f;V] 

#f«i6^i:$c-c, 2- [(2-r^y-i, 3-W-;v-5- 
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J )\>) **f-)V\ - 1 H--f V>f > K-;W- 1 , 3 (2H) -y't>^)7^D^V 
fi£K*£l&*U #£>*l£T5 t e r t -rf**A'#->l'*j:T(liU 
M-fk^«r^*L^o ; 1H-NMR (CDC 1 3 ) 6. 8 9 (brs, 1H 
), 4. 84 (brs, 1H), 4. 28 (d, 2H, J = 5. 5Hz), 1. 
4 6 (s, 9H) . 
[0 12 2] 
2 4 

t e r t -ff-fr ( I 2 - [ (Mj 7J^n7-bf^) T5 7] - 1 , 3 
rv*-;v-5-^;vj #;w*7- h 

©^rffilCifcCT, tert-7f^ [ ( 2 — T ^ 7 — 1 , 3-^7 
V-;v-5--r;W 7^;i/] #;w*7 - h t Y y 7;w*nf|^&;fcWi:<0£ysfc 

*t&v\ ^ja<k^«r^jfiLfc 0 ; lc/ms (M+i, uwnm) : 3 2 6. 

1, 3. 17^ 

[0 12 3] 

###!J 2 5 

t e r t ( | (2 Z) -3 - (1 - t7f - 2 - [ ( h y 

7Wn7tf;v) -f^7] -2, 3-vfcKn-l, 3 - f7/-;v - 5 -W 
M 7 * ;w*7 - h <D&i& 

2 (Djj&Km £t\ tert-7f^ ( |2 - [ (by 7Wn7t 
757] -l, 3-f7V-;i/-5-^H 7f-/i0 *;w^-bM- 

H-NMR (CDC 1 3) 8.06 (br, 1H), 7. 80-7. 96 (m, 
2H) , 7. 4 5-7. 5 8 (m, 4 H) , 6. 82 (s, 1 H) , 5. 82 ( 
s, 2H) , 4. 87 (br, 1 H) , 4. 18 (br, 2 H) , 1. 39 (s 
, 9H) . LC/MS (M+l, «#I$|BJ) : 4 6 6. 1, 4. 7 2# 

[0 12 4] 
##00 2 6 

t e r t I [2 ->f 5 7-3 - ( 1 -± 7^;V7 -2, 3 

HKn-i, 3-f77-;i/-5-^i'] 7f-;W *;w^-ho^ 
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##M3C0^&tcmC-C> tert-W ( I (2Z) -3- (l-t7 
-2- [ (h'J7JVtn7W) -2, 

> mmit&yuz&j&Lfco ;lc/ms (m+i, &nv%m) -.370. 1, 3 

. 1 9# 

[0 12 5] 

(a) **)V 2 - ( I [ (2 Z) -5- I [ (t e r t-y^y*^^ 

) r^y] -3 - (1 —r 7 7 -1, 3 -f-r v*-;ix- 2 ( 

mmmi (a) tert-W j [2-f^y-3- ( 

1 -^"7^;i/;*f-;l/) -2, 3-ytKn-l, 3-^7-^-5-^] * 

V\ IHIft^^l/fco ; 1H-NMR (CDC 1 3) 8. 14-8.17 
(m, 1H) , 7. 8 3 -7. 9 0 (m, 3 H) , 7. 3 7-7. 6 3 (m, 6 

H) , 7. 2 3-7. 3 0 (m, 1 H) , 6. 46 (brs, 1 H) , 5. 50 
(s, 2H) , 4. 8 2 (brs, 1 H) , 4. 0 4 (b r, 2 H) , 3. 8 9 
(s, 3H) , 1. 3 7 (s, 9H) . 
[0 12 6] 

(b) 2 - ( i [ (2 Z) -5- { [ (t e r t -f \ ^Vfc/HJ*-*) TS^ 
] -3- (l-t?^^) -1, 3-f77-;v-2 (3H) - 

Hifeflli (b) ©^i:iCt, 2-.( I [ (2Z) -5- I [ (t 

ert-7^y*W-;v) -3- (1-^7^^^^^) 

-l, 3-f77-;v-2 (3H) -^fur/] T^y| ^>77 

-\-<Dto&frmmB*ft%^ mmt^m^Wu\.tz 0 ih-nmr (dms 

0-d 6 ) 13. 25 (brs, 1 H) , 7. 7 8-8. 0 2 (m, 4 H) , 7 
. 25-7. 70 (m, 7H), 7. 08 (s, 1H), 5. 57 (s, 2H) 
, 3. 9 7 (br, 2H) , 1. 3 4 (s, 9 H) . LC/MS (M+ 1 , 
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mM) : 5 5 4. 1, 4. 08^ 
[0 12 7] 

(c) 2 - ( 1 [ (2Z) -5- (T^p^V) -3- 

;v ^^ ;v) _ lt 3 _ f - Tv r-; V _2 (3H) -^fUfv] 7^t 
) ^> v*7- h<7>^ 

2- ( I [ (2 Z) -5- I [ (t e r t -? b T 
-3- (l-t7Wf^) -1, 3-f7'/-^-2 (3H 
) /^>yT - b (8 6. Omg, 0. 151 

mmol) (7)y7nn^> (3ml) HJ 7 nftgft ( 1 . 5ml) 

«9> m.Mtt&%) (7 2. Omg, 8 2. 0%) £#fco ;LC/MS ( 
M+l, fiHWIHJ) :4 6 8. 1, 0. 7 659- 
[0 12 8] 

(d) 2- ( I [ (2Z) -3- (l-f-7^;W^V) -5- i [ ( 

,/ij*;>-4»^^fA,) (h'j7Ji/tnrW) T^y] ^f^l -l, 
3_^ T y_ ;V _2 (3H) — fVr>] T^7| *;V*~;v) ^WT-Ka 

2- ( i [ (2Z) -5- (T^y*f-;v) -3- (l— J-?*-** 
-1, 3-f7'/-Jl'-2 (3H) -'fV-fV] TS>M x;v*-;v) ^ 
>VT-h (8 6. Omg, 0. 1 5 1 mm o 1 ) 2: 4 /HfV (1 
8. Omg, 0. 1 6 8mmo 1) Ol, 2-^nni^r> (4ml) »«* 
MKT 1 ftntft&ffc. fc^iBKT b y T-tr b *'>*SMfc*9*^ b 

V^A (51. 2mg. 0. 2 3 Ommo 1) > Wtt (0. 0 2ml) *KWZ-, 

(^nn^;VA/p«^y-;v=3 0/ltrvtm) "CMU i&Ji&aflES 
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*LT#^/« (5 6. 4mg) *^aD^^i:|»Uo ZOmm~ 
hV7fl'*u&WtteX&l (0. 06ml, 0. 4 2 5mmol), YV^frT 
(0. 10ml, 0. 7 2 Ommo 1) fcJSIl«*<0 4 -y* f^T * / tfU 
i»*ini;U lfit:tl^I#L/;o RJfcfc, 0 r £ U M3Jt&7fc£ 

xf;v= 5/5t?^m) Tif$!i1-&-^£ ^ ^Sft^ (3 5. 8mg, 3 
6. 2%) £t#^o ;LC/MS (M+ 1 , «#1$IHI) : 6 5 5. 2, 2. 9 8 

ft 

[0 12 9] 

(e) 2- ( 1 [ (2Z) -3- (1— $-7 «0 -5- 1 [ (tf'JS>V 

_4_^ ;V ^^;V) r *y] ^, V } - 1 , 3 - + 7 V- — 2 ( 3 H) ->fV 

fWl (b) OMCiCT, 2- ( I [ (2Z) -3 - (1-t 

7f;v^f;v) -5- I [ (f';y>-4->f^f^) (>'J7^n7*f 
;V) 75^] -1, 3-f7^-2 (3H) -fUf>] 7 5/1 

1H-NMR (DMSO-d 6 ) 8. 43 (d, 2 H, J=5. 3Hz) , 7. 
85-8. 00 (m, 4H), 7. 25-7. 70 (m, 7H), 7. 20 (d 
, 2H, J = 5. 3Hz) , 7. 07 (s, 1 H) , 5. 57 (s, 2 H) , 3 
. 5 0 - 3. 6 6 (m, 4 H) . LC/MS (M+ 1 , ft$l$m) 15 4 5. 1 
, 2. 4 5# 

[0 13 0] 
##M 2 7 

t e r t -7f 4- (2-tKD*vif^) >- 1 

5 - h (D&Wu 

4-\£s*Wyju9 ; (5. 3 0 g, 4 1. Ommo 1) ©r>7t Kn7 
(8 0ml) K % lfit:t^i^- t e r t-ff-fr (8. 9 5 g, 4 
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1. Ommo 1) Ofh7tKD75>if (20ml) fcSSTU 

fee »«t*«BE«*bt*'?>»«^>i'*w»»**, £*i*lM&M7fc 

ttSH- h'J7A fcTtt* t fc 0 ****BE9* Utft tLfcJMt* v *J * * * 

tiifcCil), mmt^m (9.6 7g, *»fco ; 1H-NMR ( 

C D C 1 3 ) 4. 18 (br, 2H), 3. 66-3. 74 (m, 2H), 2. 
6 9 (b r, 2H) , 1. 6 8 (br, 2 H) , 1. 4 5 - 1. 5 7 (m, 2H 
) • 

[0 13 1] 

##00 2 8 

tert-7f^ 4- (2-#*V.x^;v) tf^U *J> - 1 -* >M?* ->9- 
^tWno^K*):^ tert-W 4- (2-tiKn^yxf;v 

; 1 H — NMR (CDC 1 3) 9. 78 (t, 1H, J = 1.7Hz), 4. 0 
9 (br, 2H) , 2. 74 (br, 2 H) , 2. 39 (dd, 2 H, J=6. 
8, 1.7Hz) , 1. 98-2. 13 (m, 1 H) , 1. 68 (br, 2 H) , 
1.10-1.27 (m, 2H) . 

[0 13 2] 
##00 2 9 

tert-W 4- (2-7^-1, 3 — f-T V*-;v- 5 ->f tT^ 1 ; 

##01 1 4 is i in 5W^i:$CtII^H*^it^o bp*>, ##001 

4«i:$Ct, tert-W 4- If-^VW- 
1 h h 5, 5-^^n^^tr^~^Ifti:<^RJi&*ff*v^ & 

v*T##Wl 5^fti:$Ct, ^ibtt^a-rnAT;VT ? ViK^i:f-^ , 7^T 
fcORiSifr&v^ Wlft^^ritLfeo ;!H-NMR (CDC 1 3 ) 6. 
7 5 (s, 1H) , 5. 0 5 (b r, 2 H) , 4. 1 4 (b r, 2 H) , 2. 7 
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2-2. 8 8 (m, 3H) , 1. 9 0 (br, 2 H) , 1. 4 0- 1. 6 0 (m 
, 2H) . 

[0 13 3] 

##$J 3 0 

t e r t-ff-fr 4- {2- [ (HJ7;VtarW) 75/] -1, 3- 

#til(OMi:$Ct, tert-W 4 - (2-7^-1, 3 

*Wi:<BRl& ! MTfcv* > 3^ffr&*b*£'j£L;fco ; !H-NMR (CDC 1 3) 
7. 05 (s, 1H) , 4. 23 (br, 2 H) , 2. 71-3. 00 (m, 3 
H) , 2. 0 0 (b r, 2H) , 1. 5 4-1. 7 1 (m, 2 H) . LC/MS 
(M+l, flHWW) *.3 8 0. 1, 3. 6 7# 
[0 13 4] 
###9 3 1 

t e r 4- i (2Z) -3- ( 1 — *"7*^* -2- [ (h 

'j7;vtn7W) >f 5 -2, 3-VtKn-l, 3-f7^-5- 

##0l2O:££fci£Ct\ tert-W 4- {2- [ (h'J7;vtn7 
•fe-^;i/) r^y] -1, 3-f7v-;v-5-^f;H tf^ij v>- 1 -tf^*** 

^L/Co ; 1 H-NMR (CDC 1 3) 8. 0 5-8. 12 (m, 1 H) , 7 
. 80-7. 95 (m, 2H), 7. 40-7. 60 (m, 4H), 6. 61 ( 
s, 1H) , 5. 81 (s, 2H) , 4. 13 (br, 2 H) , 2. 69 (b r 
, 3H) , 1. 8 0 (b r, 2 H) , I. 3 6 - 1. 5 2 (m, 2 H) . LC/ 

ms (m+ 1, vmmm) : 520. 2, 5. 43^ 

[0 13 5] 

###0 3 2 

tert-7f;V 4- [2-^5/-3- (l-f7f;^f;V) -2, 3- 
ynKn-1, 3-f77*-;V-5-^;v] t^U v>- 1 -* 1* 

tBiE# 2004-3067004 
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#^3^St:?ti:t, t e r t-?T)l> 4- I (2Z) -3- ( 1 — 
7^;i/7^;v) -2- [ (>V7^tDTW) -f5 7] -2, 3-ytKD 

-l, 3 -f7V-jv-5-^H tf^v y^- 1 -#;i/#*->?- hoin^ 

^JS&^T&v^ ^M^k^^^LTto ; iH-NMR (CDC 1 3 ) 8. 0 
3 (d, 1H, J = 7. 3Hz) , 7. 8 3 - 7. 9 0 (m, 2 H) , 7. 31 
-7. 6 0 (m, 4H) , 5. 9 0 (s, 1H)' , 5. 31 (s, 2H), 4. 
08 (br, 2H), 2. 66 (br, 2H), 2. 39 (br, 1 H) , 1. 
68 (br, 2H), 1. 20-1. 46 (m, 2H). LC/MS (M+ 1 , 

vmmm) : 4 2 4. 1, 3. 03^ 

[0 13 6] 

H»J 1 0 

(a) t e r t 4- [ (2Z) -2- ( I [2 - (> h^v*;^- 
)V) 7x-;v] >UI/*-;vJ ^5 7) -3- ( 1 -i~73-)Vj* -2, 3- 

»J1 (a) (DjjmKmtX, tert-7f;v 4- [2 ->T 3 7- 3 - 
(l -i-y^-)v^^-)V) -2, 3-ytKn-l, 3-f 77-;v-5-^f;v] 
t?^V^>-l -*W^y7- h£ 2- (^nn^jv^^) £j§.#BM'7-/i' 

tvKjBZftz^^ mmit&mz&f&Ltzo ■, ih-nmr (cdci 3 ) 8. 

14 (d, 1H, J=7. 0Hz) , 7. 88 (d, 2 H, J=8. 4Hz) , 
7. 26-7. 61 (m, 8 H) , 6. 27 (s, 1H) , 5. 51 (s, 2H 
), 4. 08 (br, 2H), 3. 89 (s, 3H), 2. 49-2. 80 (m 
, 3H) , 1. 7 0- 1. 7 6 (m, 2 H) , 1. 3 0- 1. 4 8 (m, 2 H) 
. LC/MS (M+ 1 , ##B#P*1) 1622. 4, 4. 1 95" 
[0 13 7] 

(b) 2- ( | [ (2 Z) -5- [1- (t e r t-7f^rv*;V^) 

i ;^>-4--f;v] -3- (l -^--7^^7^-;v) -l, 3-f77-;v-2 ( 
3H) --PJfv] 757| *;w*-;v) ^M^Wl^jSl 



tiitiE# 2004-3067004 



#02003-184321 
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mmmi (to wxmzmtx* tert-r^ 4- [ (2z) -2- ( 

1 [2- Oh^y*^^^) 7x-iH >f$>0 -3- (1- 
^7^;v^-^;v) -2, 3-vtKn-l, 3-^7-^-5-^^] 

; 1H-NMR (CDC 1 3) 8. 16-8. 21 (m, 1H), 7. 80-8 
. 0 0 (m, 4H) , 7. 6 3 -7. 6 7 (m, 2 H) , 4. 0 9 (b r, 2H 
) , 2. 4 5-2. 7 4 (m, 3 H) , 1. 6 0- 1. 7 5 (m, 2 H) , 1. 

2 0-1. 4 1 (m, 2H) . LC/MS (M+ 1 , fitfmH) : 6 0 8. 1, 
3.87^ 

[0 13 8] 

(c) 2- ( I [ (2Z) -3- (1 -^-7^;V^^;v) -5-^r/-4 

--ov-i, 3-f77-;v-2 (3H) -jvry] t$;\ *;v*-;iO * 

2- ( I [ (2Z) -5- [1- (ter t-rh*V*^^) fcf^Vv* 
^_ 4 _^ ; i/| _3_ (1— j-?*-/^*-*) -1, 3-f77-JV-2 (3H 
) T ^y[ ^J| x #^(2 8. Omg, 0. 0461m 

mo 1) WftBfc (3ml) IIlUMWl, 4-i>**^> (0. 5 0ml 

mt&m (2 8. 8mg, TEilft) *#fco ; LC/MS (M+ 1 , fi8WW) 
-.508. 1, 2. 8 7^- 
[0 13 9] 

##$J 3 3 

tert-W (2-T^y-4, 5, 6, 7 h 7 \L Yu - 1 , 3-^ 

vv^tv— fr— 6 7j;wn*^ — 

ifcfUKftl (J - Med. Chem. , _3_D_, 494. (1 9 8 7) ) 5 
t 6> 7 -7- > ^ H Kn- 1 , 3-^vv'f7v-;v-2, 6-y7r/ (2 0 
3mg, 1. 20mmol) ON, N-^WM7U* (5ml) Slifcfc 
> tfit:tlly- t e r t-7*f-fr (2 6 2mg, 1. 20mmol) ©f ^ 
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d^a/^;-;v=2 0/1«) t»Kti:J:»), mmit&Vo ( 
9.6 7g, ^iW) ;LC/MS (M+l, fiWH) 12 7 0.3, 

2.9 6# 

[0 14 0] 

##00 3 4 

tert-^fiV |2- [ (h';7^tn7-bf;V) -4, 5, 6, 

##®)1 «C$Dt, tert-7*^ (2-75 7-4, 5, 6, 7 

^^n^ilTK^toRjE^ff^v^ ^M^k^^r^t^o ILC/MS (M 
+ 1 , ^Nf^) :366.1, 3.5 3* 

[0 14 1] 
##$13 5 

t e r t-^JV I (2 Z) -3- ( 1 -^7f-;V7 -2- [ ( h V 7 
;Vtn7W) -f57] -2, 3, 4, 5, 6, 3- 

##$J2 0^lcriC-C, tert-W |2 - [ ( h V 7)V*uT-k?- 
;v) 75/] -4, 5, 6, 7— rh^fcKn-l, 3-^7f77-^-6 
->f;W *;w^-hU- (^nn^fjv) -1-7 9 vyb(D%jB* 1 ft f £^^ 

mmit&mz&j&Ltzo ;-lc/ms (m+i, fia#R#H) : 506.2, 4.2 

7# 

[0 14 2] 

##$13 6 

t e r t I [2-^^-3- ( 1 -1"7*fr**f'&) -2, 3, 4 

, 5, 6, 3-^^7 7-^-6-^^] #;w*7 
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72/ 



##M3tf>;^a-mC-C> tert-W I (2Z) -3- (l-t7f 
-2- [ (f'J7;VtnrW) 4 5 7] -2, 3, 4, 5, 6, 
7_A^ttKD-l-, 3-'<> , /f7 , /-)l'-6-'f^ #/W<*- bOim* 
flflfcRJSfcfrfcv*, &gft£^*^JSbfco ; LC/MS (M+l, fiM^I^M) 
1410.1, 3.655- 
[0 14 3] 

mmm 1 1 

(a) ^^;V 2- ( I [ (2Z) -6- [ (ter t-y^v*^^) 
T<y] -3- (l-t7f^Mf;V) -4, 5, 6, 7-f>7tKn-l, 
3 — ?^/f7-/-^/-2 (3H) ->fV7'>] 75/( x;v^-;v) ^>VT 

£ifcflll (a) «i:$CT, tert-W I [2 ->f 3 y - 3 - ( 
1 _ t7f;M f;v) -2, 3, 4, 5, 6, 7-^WKn-l, 3-^> 

f^fcORjBtff4v\ ^S-fk^^^bTto ; LC/MS (M+l, 
W) : 6 0 8.2, 4.8 4^ 
[0 14 4] 

(b) 2- ( 1 [ (2Z) -6- [(ter t-^h^*^^) 75;] 
- 3 - (l-t7f;^f;v) -4, 5, 6, 7-f h7tKD-l, 3-^> 

HKfeWl (b) O^&lcmCC, 2- ( I [ (2Z) -6- [ (te 

rt-yf^*^-^) 75;] -3- (1 - + -7^;v;^;v) -4, 5, 
6> 7 -f fytFn-l, 3-^>yf7V-;V-2 (3H) --fVT*>] T 

Tto ; 1 H-NMR (DMSO-d 6 ) 13.23 (brs, 1H) , 8.09 ( 
br, 1H), 7.98 (br, 1 H) , 7.87 (d, 1 H, J=7.9Hz) 
, 7.75 (d, 1H, J=7.9Hz), 7.3 7-7.6 2 (m, 6 H) , 7. 
05 (br, 1H), 6.73 (br, 1H), 5.65 (s, 2H), 3.65 
(br, 1H) , 2.7 7 (br, 1 H) , 2.3 4 (br, 3 H) , 1.7 5 ( 

tBSE# 2004-3067004 
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b r, 1H) , 1.5 8 (b r, 1 H) . LC/MS (M+ 1 , fi^RtW) : 5 
9 4.2, 4.5 95- 
[0 14 5] 
3 7 

(a) tert-W 2-[(l, 3 — 7-T 2 ->f ;VT ^ J ) 

(a) <^Ml:$CT, 2-T57f7/-;Vt 2 - (tert-7 

LC/MS (M+l, fiyf«FB) : 3 0 5. 4, 3. 76^ 
[0 14 6] 

Hi&ftl l 2 

t e r t-T^V 2 - ( 1 [ (2 Z) -3- (1 -f7f ;i/^f -1,3 
-f77-^- 2 (3H) — f'jr/] T\J\ j])V#-)\s) ^>VT-b^ 
Jft 

##M2co^lcmCT. tert-7f^ 2-[(l, 3 -f7V-;l/- 
2 — >f /ur^ /) ;v] ^>V7-htl - (?nny^;i/) -t7^V 

^fcORJfc&frfcvs ^®ffr&4fc*£-j&L;fco ; LC/MS (M+l, 
) : 4 4 5. 4, 4. 7 35- 
[0 14 7] 

^lifefll i 3 

2- ( I [ (2Z) -3 - (1 -1ry?-)Vff-)\,) -1, 3— f-rv-;v-2 ( 
3H) — fVfv] $cM&Wl<o&j$l 

mM®\2 (b) O^CiCT, t e r t -?*f-fr 2- ( I [ (2 Z) -3 
- (1 - 1-7?- -1, 3-f77-;v-2 (3H) -^'Jf>] T ^ 
7| ^>yr- fWtert L, SS-fb#%«:^ 

atfwo ; iH-NMR (DMSO-d 6 ) 8. 15-8. 25 (m, 1 H) , 
7. 80-8. 02 (m, 3H), 7. 45-7. 60 (m, 5H), 7. 40 
-7. 43 (m, 1H) , 7. 30 (d, 1 H, J=7. 2Hz) , 7. 07- 
7. 10 (m, 1H) , 5. 9 4 (s, 2 H) . LC/MS (M+l, ftftR$ffi 



2004-3067004 
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I 74/E 



) : 3 8 9. 4, 4. 0 0^ 
[0 14 8] 

CtttJdrft] 

t hJ^Jf ft^^r ^(Elastin Products Co.)50ng, ^3frg-J&*@0. lmM* * 
y-;V-T7^jV-ya'J A/-7xi)l/7?->-^W^V^75 F (^T^F 
®F2£FJt) £J;<^v^;v;*;V**v F (DMSO) ^»#tfe«W»R 3 S:tt*«[A ( 
50mM h y * -£Hfc(pH=8. 0) , 2M NaCl) 100/. 1 fc*&Jn U 37°CTr 2 i$H -f > 

) ) fciBv^T. Efrfe355nm, PJ^460nm T?£bfc5fiE*«85£Lrt:o 
B#<Z>&jfe5jU££l00% i: U Ulilf E» "bUffi U^m^K^50% i: * 

^ff 1 <Dit&b<D*'*-'£m$ftH IC5 0», 2 . 1 nMt^fco 
[0 14 9] 

*»9H&fr»W:*^-* tfffiWflUB&^U WJBfc*'^ rtflRtf&lFSft* 

aiemjE*^ mnamimmmBm, -tilt, #iR«t£F^ 
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l/E 



mm-m £ (i) • 




A (1) 



D*iK xi±*****fctt**«***U Ri^it^R 2 **^: -y3-z 

, Yl^<tO f Y2{iai^ ! i>L<t±^®^T;i/^V>* : lr> Z Ji**®^ £fc 

[mm] * to 



ffi|E# 2004-3067004 
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Defective images within this document are accurate representations of the original 
documents submitted by the applicant. 

Defects in the images include but are not limited to the items checked: 



U BLACK BORDERS 

□ IMAGE CUT OFF AT TOP, BOTTOM OR SIDES 

□ FADED TEXT OR DRAWING 

□ BLURRED OR ILLEGIBLE TEXT OR DRAWING 

□ SKEWED/SLANTED IMAGES 

□ COLOR OR BLACK AND WHITE PHOTOGRAPHS 

□ GRAY SCALE DOCUMENTS 

□ LINES OR MARKS ON ORIGINAL DOCUMENT 

□ REFERENCE(S) OR EXHIBIT(S) SUBMITTED ARE POOR QUALITY 

□ OTHER: 

IMAGES ARE BEST AVAILABLE COPY. 
As rescanning these documents will not correct the image 
problems checked, please do not report these problems to 
the IFW Image Problem Mailbox. 
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